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(57) Abstract: NPYY5 receptor antagonists 
which contain compounds represented bygeneral 
m formula (I), prodrugs thereof, pharmaceutically 

acceptable salts thereof or solvates of the same 
wherein R 1 represents lower alkyl, cycloalkyl, etc.; 
R 2 represents hydrogen, lower alkyl, etc.; n is 1 or 
2; X represents lower alkylene, lower alkenylene, 
arylene cycloalkylene, etc.; Y represents CONR 7 , CSNR', NR 7 CO, NR'CS, etc. (wherein R 7 represents hydrogen or lower alkyl); 
1 Z represents lower alkyl, an optionally substituted hydrocarbon cycle, an optionally substituted heterocycle, etc. 
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R 1 -S — N-X— Y— Z (I) 
II U 
' (0)n R 

nttl *fctt2-CS>B, 

Xtti&®T j\>*V>, ggrH-i'V, T J> -f^* 
"<?*> !? . 

YSCONR 7 , CSNR 7 , N R 7 C OttliN R 7 C S^tfc !> , 
&<0»ttE3fq****i-SN P YY 5gS*tttt#J«:ii«-*-.5. 
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N P YY 5fefct^j 

5 SM» 

10 FY (BUT, NPYitS) B3 6i©75</i»IiJ>(,i5 

-ST'^K-C, 1 9 8 2*?[£Ka>lMfrb&mZti1Z, NPYftt 
«#«*48J:t;*ttillJtirJl2:< #*l-c^s. 

iil*-CO«*lC*JV^r, NPY«t«fffi#ft3RKteV^Ttt«*ffiitflsffl, IKS 

»flUB, ^Mftffl, ft^^ffl, ffi* ^^f^ffl^^tbt^s r i assign 

LtV^S r. £ ;j5*P ^tlTV^S (Trends in Pharmacological Sciences, Vol.15, 
20 153(1994)) . fto"C 4 N P YgJS#»&*Mtt±?3© «fc 5 fcN P YSMijSflfl-^i- 

5 a « <d & a t c # -r 5 ^ 95 * fc » i f& m m t % « *r «e a« & £ . 

NPY^Ctt. aftStKYK Y2 X Y3, Y4, Y 5 *3 «t t>* Y 6 <D V 
■7 9 4 ■?ifl&&£hX^h (Trends in Pharmacological Sciences, Vol.18, 
372(1997)) o Y5*S#B'>4< i t ff*»IBfc BB 4 Ut *J 5 , ^ ©fSfctai ttft 
25 flEjUSRlC**^ i***i«**L-C^S (Peptides, Vol.18, 445(1997)) o 
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V V-ffc-frtt^WO 97/20820, WO 9 7 / 2 0 8 2 1 , WO 9 7 / 2 0 8 
2 3 £H-On-5 0 *<©«U W0 9 9/ 6 4 3 4 9 Cfl^W>7SKS 

£*f-f Slc^fS^ttte J: tf*A'# = A'S4: #■*-<& 7 ^ KBIWflca*. E P l 0 l 0 
6 9 1 - AKtt^yfW^J'T 5 Kfc**#*;h*ftN P YttttSttfc**- 
5 5 »E***fC^5. 

^^PJ(C#.5^-g-^i!Sffi«ig4:^1-5^^^!i 5 #MB8 5 9 - 1 6 8 7 
1 *3±l>'WO 9 7 / 1 5 5 6 7 ^{C|5«$iX-CV^5^, ft%&±< »45tOt 

io mw<Dffl7jk 

#3SW<0ltttt, fcftfcNPYY BS^^TOJsi^c^ffl^fitaSri 

[ 1 ] * ( I ) : 

R 1 -S — N-X— Y— Z (I) 
(O)n R 

j:v^* o7A-#/i'*feiii!Wfc*lt^ 1 CfeJ:v^y-A'"efc!J, 
20 n {4 1 £7tte2 T?fc "9 , 

B & S £ * U "C ^ T t i v ^ - c o - <g ft 7 iv * u > , 
g^I £ * UTl^ X t> i - C O - & ft 7 ^ = u > £ fc. 14 
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-(CR 3 R 4 )p-( A 




(CR 5 R 6 )q- 



±V^^ nTyW^r- i/y, B&££ * L X V> T «fc V* f * n 7A-=* U V , B 



YIJOCONR 7 , CONR 7 , CSNR 7 , N R 7 COStUN R 7 C S ffc 
0 , 

^ 3 *j/, «i|U^*LTV-Cfc.J^|!Hfc**«5eS, B&££# Lt ^tt J: 
»flEft**"a*r1" 5 N P YY 5S£ft:tt£i»K 

7/W*A-» fitftSfe^t-CV^Tt iV^fiittT^-Jr^yU, B&2S£:'S'l-'tV'>"C , b«fc 




-NR 2 -X-|2 



lO-ll- " {~\~ 
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«fcV^**3~10©7'A'*A'-Cifca). [1] E«<ON P Y Y 5 Mtttttt*, 

B & £ * * L X v > t t <£ v ^ & ft r ^ >r - u v * fc tt 



is® <7? n p yy 5%®ftmw.m. 

[4] R las«*S«rWL-CVNXtJ:V^*»3-l 0 ©T***?*)*, [1] 
~ [3] «)V^rtia»tCBB«ON P YY 5S*(*ttftffl, 
15 [5] ^LliE^^-Cfc5> [1] ~ [4] m^*CJWcE*<0NPYY5**#*S 

[6] «*»»ja«-Cfc5, [1] ~ [4] ©V^ftl^eiStONPYYSfSft 

[7] [i] ~ [4] m^ixj^fclEfcroNPYY 5M#tttt«©ft*#S!i* 

[8] [1] ~ [4] 05V^i"iXi»H|E*<ONPYY 5a#{**Stt»JO»*#»* 

[9] JB*«>f&**3 J:tX/ 1 L< }*^Vi<Dlz#><Dmm*M&-tZ1zib<D. [1] 
~ [4] C3V , i"iT'>5 i {^l2$fe©N PYY 5 ^k^&tcitfiffltDi&ffl > 
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[11] 5t ( I ) : 



R 1 -S — N-X— Y— Z (I) 



(0)n R 

tLtV^ttil'^ilc5~6©->'^P7^^;l'T?fcl5, ^ tf> CD 12 12 [l] 
ilw]^-Cfo5o fcfc'L, Y^N R 7 COtfcS t Z . Z 12 (gift 7 ^ * 7 ^ —A> 

[1 2] ZriSg&S£WLT^Tt>cU^®7^*/u£^teg&££WU-CV>T 
4> iV^7xx;Utfc5> [11] mm<Dik%®, Z<D7u Y ? y ? , Z<D$im±. 

[ 1 3 ] 5£ ( I ) : ' 

R 1 -S — N-X— Y— Z (I) 
(O)n R 



-(CR 3 R 4 )p-( A )-(CR 5 R 6 )q- 

-G>- 



*V-(a)-' 
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# u-cv^-c t>j;^^^^ 3 ~ i o ©r^^^i^iie^s*^ lt^t t> 

5~ 6 nT^^r^tfe^ ^ CD ffi W IS % 14 [l] ^1) 

[14] ^a&g£WLTV^^£^v'? o^*^y$f::i;ig& 

[1 5] Y^CONHTfcS, [1 3] *fctt [1 4] ©V*"f ftjS»fc!Efc0Mt'S' 

v^v/ f7 = ;^fc5, [i 3] ~ [i 5] flwrita^M©^*. 

[1 7] S (I) : 



R -S — N-X— Y— Z 
(O)n R 



(I) 
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■CvSfti-ffc**, *0^nK5^ ( -twSH&iMS tlZ^tztembO 
[ 1 8 ] a ( I ) : 



5 



R 1 -S — N-X— Y— Z (I) 

II I o 

(O)n R 



-(CR 3 R 4 )p— (^)— (CR 5 R 6 )q- 

-(aV 

•fcv^g*** 3~ l 0 ©74'*/U;j^tt*ifc*fc*L , O^T fc J:V^J|I*5 ~ 6 © 



-©- 



[19] jsft7xy^^';i'$ta77y^^/vt'fc5, [18] 

15 ft»*J±tK 

[20] [11] ~ [19] <D^-f *li»fclB*J0>flS'fr*K t»^n|f?y^ * 



20 J8W***-fftfc*«>*A©»1» 

*wa*«f JcJs^t, f^c/yj 7?*, H#*)J:tfa{'* 
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r&HSft-t^-c t iv> t Kn^s/j , r&n $ tt-cv^-c tivt Kn#-> 

,v,s£) n fs y 7 ; u df- -> y )\, ( t - zf^fri/ t f fi<'s V fi'tg) ^tf s ^(f PsiT/So 

10 s e c - t e r t -T^K n -"S^f-ZK y ^ fvU , 

•frirf-fi'. -fyt^f^, n - 7 -^*5«tt>'n - -r v^W^tf^ff £> it 3 . 

15 * ©AH fctt 3 rfiiRT^*^J »4ff* U < ii^^ife 1 ~ 6 , JbK 

ff * L < 1 ~ 4 -C'fcSo 

#J;ttf> (l)^n^J/ ; (2)->T/ ; 

(3) **tJe*tTE Wfl ^5 1 »J:Oll*^iB** 

20 -Cfi&^tb-tV^T fc J;Wi) t Ka*v\ (ii) <6« T ^ = * C (iii)> 7 
K (iv)igiffiT^^^^^-, (v)T*>/U, (vi)7y^t*V, (vii)#A'*** V, 
(viii)fii(ftT-/V/3^i/*/wjj? = ^, (ix)^5 A (x)#yw<*-f (xi)f-* 
#;U/<*-r /K (xii)ffi«7A'*/i'#A"<*'Ol'» (xiii)M7 ^ 

25 yU** — /U* ; 

S7tfi(4)^ : 
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5 Wte^-g-, O, S|tliNR 12 t'l)!), 

r 1 2 n*m. fetor >\<*,i<-£it\i7 *-»x-h<o , 



10 sli0~4©if) 

^--Cg&glf a ittlD^oyy; (Z)**y ; (3)VX/ ; (4)- ha ; (5) 

(6)^*i^ixe&£^ |8A»biiW*ft*i BH±o*»'BriB*«t»*lfc*ix-CV^ 
15 ttiV^Ot Fn*^ (ii)fc«7A'*A', (iii)te»T^4r=/W; (iv)fift 
TVUsa*^ (v)*^ (vi)®«ftr /Us *i/*/H?=WK (vii)TvvK 

(viii)T (ix)^5 A (x)*A-#7*K (xi) M T * # A- ^ * , 

(xii)#/W<*r-OK (xiii>te»T ^*/U#A"<*>f (xiv)S/^ nr/u*^ 

20 (xvii)ttiRT/V'*/»'^^7-f (xvi i i) {£& 7 * * ,\, * >v ft s. jV x (xix) 

^;U77*^/K (xx)fiiRT/U*/U^^7 7 * A* *i «t t>* (xxi) V * 
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(i) n 7 A* df-A-. (ii) i/ ^ o7/^-iK ( i i i ) •> £ cT/l'#^t*->,(iv) 

(8)*r;h,^fttt*S# j3 , M7A*;K n ff j 7 /u * Afc «fc tf/ * fc 
5 te**yT'g&$;h,T^-t fccfci/Mi)7*-/K <ii)-r- 7 *vk (iii)7W* 

$/, (iv)7x=/UfiiR7A'=«*i/, (v)7i=yWf (vi)7*=/H£*7A- 

(vii)7i-/W7/, (viii)^T 1 n SAS, (ix)^f nft^f 
(x)^T ufe?-*^ (xi)-^-r a & # A> # =■ A is J; t>* (xii)^r- nf^/P*-^* 
fe* 5 

10 Bfttt::*SttS11*£& UOi^S««0»S LVfltt^o y / h a ; 
t Kb*'/; 

B»**#L-cv*-cfc.J:v^«7/v*A' (::miiB^B^y, '^A 

{£i&7 ; 7 A =» * •> * A ** - A-M 7 A"7 - A* ; 

15 ilSI^f ttv^fc,tv>®^7^3*-> d-etMiliAByy, t K 

*A7 5 / *3 J:tf/*fctt '/7 / ) ; 

7 WW ; b K n * W 5 ^ : sls*^ 1 ?-* ; ffi » 7" A"¥ A" * 7 -f -)\> ; 

^ ;U 7 7 ^ ^ ; 

20 «»S*r*rLt^Tfc J^7 ? j c^MiiitiSaT^u.iSSSh 

tV^tt>J:V»t Ko+i/ftiRT^*^, 7x-;Vfcj;y/tfcli7V/l/) ; 
7/^l'y-^ s f>;V7;7i = ^;^7nSfiS7x = *;t7 I =/K 
A ; 7W ; fiftT/U^^-CttJftStfCV^Tfc ±V^7x = /U7/ ; 
ill i& £ £ -£f Ltv^t t> i^ A 7 o g| xt US ( ^ -tllli & tiX^^X ii 

25 J:V>t Kn*i/;>^#7h; /^nfy ; M7A*A< ; *✓ * ; ffi 

iR7yU3 * S/ # A- # = A* : 7 5 / ; ft ft 7 A 3 * v" 77 A =■ A 7 ? ^ : # A"< 
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t/fyl-^^y ; 71-^; (SIT;^* *s 7 * =■ A» ; * li^^ n ft AS) 
5 ffi«7/u= ig7/^ = /K 7 5 7 , M7/^^7? A <6tt7^=> 

io zei^iciatts rg&S£*r u-o^t> £ v^&7/u*^j (W^tfR 1 ^ 
rffefu, tttt «5ttl*ih6 roams t?g& $ ftt ^ -c fc±v>. 

;^; = ;Ha7/^/h , f|Si7/^^7 1 -/H , 
15 ->v\ , riS^A-*^;^^*-^ s ffiSi7^^^ft*;w^^^j , 

, r7*=/HS»7A'3*'/j > r«jRT^*/w^-*j , r7* = /u® 

S7/^;Vf tj , rfii7A'a*'/*^# = A'75/J . '887^3*'/ 

20 ^*A'# = A'j » r7 y -/vfiftr/ua * vij/u^-zi'j % r{£ar^*/v< 

f^ B 7M/H ttt, &*#3~8, ff* b< « 5 £7i:tt 6 »g:|fc?>T 
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rg&g£WL-c^-C*>cfcv^>*a7/i'*/wj ©IJ^lt ITil, 

5 

•cv^5«*^lc5-8©J!SJW«^8a»e>**srl<5l»v^x•c#sas:'a•&■t■5.A 

fls:6<3lCii t* 5/* a [ 2 . 1 . 0 ] ^yf;U, If W n [ 2 . 2 . 1 ] ~:/?vK 
t'v^n [2. 2. 2] t^f/^il^fV^D [3. 2. l] **?vH*;i* 
io m (f t> *t 5 = 

~ 1 0 , #* L< 2 ~ 8 , 4 bKfrS U< tt£*3f|gc3 ~ 6 ©itt^*7t 

tt£tt:fc<07/l"Jr = A'«:a£1-6. A ft K tt t* - /U , y* o /K >f y 7* n 

^ - ^yyf^^K 7°u^/u N 7 * v 5 ^ = A' „ ^^f=/K -Y 

15 y x - ;K ^^^v 5 ^-^, ^^•fe-yw, -Y y ^ ^ -fe — /w . — # if v 5 31 =. 

iH5^{4±ie re»7^ = ^j tni«-cs>«. 

20 *fgi&7/l'= 1 #5/, fi»7A"7=yl'» 7 5 7 , <6»7A"*A'T ? / , <S»7yU3 

25 r7->;H iB(l)S*»l-10, £ fe ff 4 L < ttjtt 1 ~ 6 . ft t 
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B 7^*A'*yUJl? = /Ha itf(3)^*» 7-1 l©7!l-^A^:K-^?;St 

y /U , /< u y , kV< o ^ ;U , ^ * / -< , 7 9 9 n ^ , ^Dftn/f^, 
5 > ^ ^ y n /K ? n h y ^ , ? n 7° n t" * ^ =• A' , 'V ? n ^ * *y ^ 

r'/#B7^s^j i tts ±B->* v7 ;i>*c;\'<Dm$ 3 <n&n<n&&< l z. l & 

yH)E i* * tf fe *L S . 

rHjHtflLtv^-ctiv^y^ b7^ = *j ©g&S £ itttSiftlS 

rg&g£#L-CV^*><£V^5/J ©g&g £ U-Ctt, g&£S¥ 0 , g& 

^yf-;l/ s t7ss!J*, 7tt7f/l'. X N 7 fc K o f 7f ^» ± 
r T y- ; p^g ; ^7'yU = jdf-v/^/W^=-^J ©Ty— yUSB55)-trafiS"Cfc4. 

25 ^ttiv^yx-^j ft, g&Si¥«, f^Si a i^l^^5iMi^ 
1 ei±©»-ett»Sixrv>-cb <fcv>M7A3-/i'^-?g&Sft-cv>-ct> «tv> 
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z Uftn rg&Sfc^ Lt^tiiv^TH-^j i3 i t>* rg&g£;fr Lt v^ 
as * »f h ti 3 . 

5 r«ft**»5tSj ttt, ±is r^* n t/u*a*j % rv^r/^^j , 
rt-->^ ct/v^-^j <t xt r r y — /w- j * a £ 1" 5 . 

10 «fc v^v^ n 7^*a-j , rg&s&# lt^-c t iv^y^ d7^ = ^j , 

15 K'uv/i', fy^v'-A-, t'H'^-^. br?v=/u, hyryy 

ryy/K of yrr* » a>* fr/UA, t-tvt-/ v 7 y 

;w#?tf> 5 — 6 Mco^-r d7!) — /»w ;^F!J;K y^vKU^, -f y 

n -f v k y = f y w v k y =/k *;d/k ^ v v /k 
20 7^9^=^, *-*-y*y-;K t7f y-^-^K */*-y-y-;K 

y ^<y/fi = /K ^<y/M7/y/K ^5y/fy i'/K h y T y* n b° 

25 y v//u, ^^/f7/y^, fy^^-/K *t/y-A« *;y>K 
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v^-yK * if- > r — ;u , 7i;f7^ = ;K 7iMtf 7j;*tv/ 
= /K f y^y /y V ;i<^<D 3 igwSS^-^r clgitg ; * -0- = , 

5 n'J^yK fy/yv^K t^/D-zK 

a-* yu* y j , v 5 1 f b tr y v>;k rFn K a 7 y /k f^n k a f ? -/k 

10 ^fni^Oltf^LtV^i^rnS^l (flJx.tf-< V/f7/ y A* 

xv^-c t «£ v^7 y -A' j iiwi^-cfc5o 

r^r- n^^yu^-ywj , r a sr * * .> j , niftj jb <tt>' r~ 



r««7** H'J'fc 14, 7<f-U^l~6flIU#*L<f4 2fla~6<!l s § 
20 v^i«*»f5>ns. ftC»*t<ttrh7^wyCfc5. 




(O)n 



(0)n 



£Mi-5#-S-££Hrt-5 0 #*L<I4 
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° 0 -efcs. 



rMTA^-l^J £ tt, a*2~6fl.#SL<M:3fll~8ffl. 

rt'-y^ a7;u^uyj £ f2 . ± aE r t* ? a 7 >v * iv j %■> h £ 5> I- tK Sf * 
lo^v>t-e§5S*Stt5. AflcttCfif^^ o [2. 1. o] ^y^u 
M > ? a [2. 2. 1 ] ^ 7" * f- \* -y . o [2. 2. 2] * 9 ?■ )s 

f^?n [3. 2. l] j*-* i* *if 
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S y 7 V — ;U i? 4 , h L» 7 V v 5 -Y % V * * if V — )V ~s ■< 

, — fri? 4 A*, ah * f- 5? 7 / - /U v> . V ^ 7 V - /U v> <{ /U > 

f7/-^'^/K f" 7 v 5 7 V — A* v 7 -< A< , 7 7 1/ \S 4 itff t7i>'^ 

^gSr^" LTV^T ± V^->? d^*-> u » r g g £■ Ltv^t t <fc V t* 



_ NR 2_ X _^ -e*S*-fr.»* L< ttUA**tt-&*fctt^ 
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flQ&a&#a?(c «fc I? sfcttii¥tt*#Tt'C > tftfJcfc^TJK^ttfciStt*;*:* 

*J ilfKit-f M*.tfDesign of Prodrugs, Els 

10 evier, Amsterdam 1985 l£ 15® $ tl X V> 5 0 

W?ttfx #»WK«5flS^« ( I ) *S*yU#*i/**-f 5#*HL, flS^tt ( I ) 

sfctt-fk-g-* (i) o*^**'/tiaftr 5 ^*£j&£*.5 ± 

15 *55WI-ffS'(k'&» (I) 2 J t Kn*$/fc*-*-4»*tt, Witfft^ 

4to ( I ) ©t KB+'/tiS<i:7V^5'f K*tliaa4»«**t4rK«S 
■8:4 £ tCJ: 9»a*h5r'/A'**^IS»#Oj:5 ^oK5y ^i^J^^H 
5 t 

*»WK:ff*^*» (I) i«7SytrWt«#*li, ft** (I) © 

«fc S 5 y^^cD^-ftv^ fc-gtf. 
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[Y = CONR 7 <Z>^-£] 



5 ItfJfBi |3)i*-C*>5) 
ISA 

«raS**«t + , 0t~5 0t-C»»-««»IIISl6St5. SIHtlirh7 
xfvK |fSl^f;K *<1/9V, ^9^, 7thV, T -b h = h 

I8B 

K4 iaiSfcSfjKf, 0°C~ 5 0 0 C-C&#~&B#ffl££$**U* 
ni«2t*5^« ( I - A) tffcfcJtS. IIH-Clir^th'^^, 

20 ^/K ^V*^ ^79** 7th^« T*h=H!>A', 7Kfcil>' 



R 2 QNX-C0 2 H 
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ISC 

ti^SR 1 t*t5^^7^=/UA5^ K 5 £KJ&$-£-C n = 1 T 
hZfc<£9>) ( I - B) t#5: t fe"C# 5, SJ5ft#lUEIlB £ Bl«-Cfc5. 
IID 

5 iSCff^fcft^ (I-B) fctffefcJ^IMfcRfclctttftf, n=2? 
1bZ>fc%® ( I - A) a«»fe*ta. M^Ji Ltlim-^ n nffl$&*lfc, M 

10 ;U-x — t^K i/^an^^V, h/l/xv, ^V-ify, £/ * n 's. * -tf- >\ 

^^■^y, ^nn*/WA, gfgfcx^K R*^*vK i?* 

15 Xi«'>)i<Hi'30N»^t^*, i»-3ttNJH^-i*Z tott**«r*i" 5^ 
fn»^At!J)5iti:». flS#W ( I "A') *3 «t (I-B') {*TIE©73-fe 

° R 2 ? 2 

6 O 7 8 

ill R vbV^ R W^ N V 

x « F " O ^ R 7 IS D O O R 

X|S F (I-B 1 ) (I-A-) 

20 ISC 
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HE 

5 V, ^ fvHlwWA7 5 K, 7 * h > * 7t h-hU/K * * / - 

ot~ l o o^*£~*+i$m£rt;£tf;fttf .fc^. 
ISF 

10 4fe9*S£&i*ftK'P, £ScD#£Tfc5VM2##£T{£0^C~ 1 0 0 

*B MSJ6**"C{t'ft'* ( I - B') Sr#5o SHUmt L-Cll^Jx.«7x / 

t-y ^y^BtA'x^T? v. h y ^sa* y 

?vK ^y^V, ^9^. v?^^f-X, 7±b>, T-fch=MJ/K / ? / — 
IID 

20 flS^"* ( I - B* ) «r±IHXSD i fS]«(cS^^-&-C{t:-g-^ ( I -A" ) & » 
5. 

[Y = N R 7 CO©^] 
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R 2 HN-X-NHR 7 Hal Z 
10 XSG 




5 fcfeftfcfc'&tt 1 2 £ ±15111 B i HJ«HCS*S*-C n = 2 T* 5 <b £ & ( I - 
C) 

iac»j:viiD 

■fk-d-tt (I-D) 
10 [Y = OCONR 7 ©!^] 



16 

I8H 

15 a^ttttto^aTSfctt^^ST-cot:- i o oM*£~*BisjE££-a:-c{i: 

l 5 Lt«r h 7 t Kn7?y, •/ * 5 h\ ^ 



R 2 HN-X-OH 

13 




I1H 

15 
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^oo*a-a, B»^f^, -iV^V, ^^V, 

5 IiCfc iO'ISD 

W\z&Zit&® (I-E) Sr#6rias-C#5. 

[Y=CSNR 7 StllNR 7 CS 
10 YiSCSNR 7 ifcliNR 7 CS-Cfc5<^i (I) tr II iT*" 5 «> Jb 

K©*ft'©V>i**t!4»-C«3ftLfcYi*CONR 7 * fc » N R 7 COTJ*5ft*« 
( I ) t D-yyStl (Lawesson's reagent) £ 7t ISjEfiSte 9 
A/tigS***** 3 0°C~1 0 O t C-C^^~fc^^S^^^5^<!:(Cct 5 ft 

15 /ujc-t^U, v/^nn^*^ -O-fe?^ J f'^^> v^n^*-?-y, 

^dd*;^ s BflfcifvK Rt^f^, 9 V . ^T 0 *^ i?* 
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1 



v/UV, 5/ * n ^. * -y- v , — ^dd*/^, ItWLX-f-A's MT'fvK 

-<v^v, c/^-^f-y. T-feh^, h= h y yufciuf-tixbroa 

*%Si:«5ft^«!liitN P Y Y 5^§ftMtt^f LTV*$i9 J » 

10 ^ (I) (Ci3l/'»'C 

R 1 j«th^ny ^TMUftSft-C^-Cb ±v^**3~ l 0 OTy^;^fc 
te#?3?$C5~6 SD'/# a T/l>* (SIT. R 1 ^Rl-2-Cfc5it5) 
15 fls<&*. 

R 1 flJ/>uyi'-C1I*£*l-C^-C 1 i>.fcV^*R3~ 1 OW7;^;K'^5 («T, 
Rl«SRl-3t&5it5) flS**, 

R 1 y ^ D tvu*yt« t - ^^/W-C'fc5 (J^T, R 1 i s R 1 - 4 tfcliit 

20 

R2^|Jt«S*tl~3ffl7;^;^fc5 (WT, R 2 ^R2-1-Cfc5 
R 2 ^7kfifCfc5 (^T, R 2 i s R 2 - 2 "CfeS t-TS) 
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-&- 



-G>- 



-CIS, 9, V_y iJllftStf Lt^tt±V^>^B7/i/*H'. I»St 
V^txfcV^^v^l'-CfcS (fiJIT, X#X- tf<5) 

-©- 

"(AH 

t Lt^ttiv^x^i/y. a&s*:* u-cv^t> «fcv>f^y s;-^, s& 

S^A'-CfcS (WT, X#X- 3 T?*>* tt5) to-fr*, 
X^^^^2~6(DT^^.u^S^tt J ?rix**n^^Dyy, t Ko + '/, {£$7 
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(1ST, X^X-5f*5it5) te-S-*, 
5 XiiX-6tfc5it5) 

Y^CONR 7 , CSNR 7 JtliNR 7 COSfcliNR 7 CStfe!)< R 7 ri s 

10 YiSCONH. CSNHSfclJNHCOtfcS (£AT\ YiSY- 2 tfe5 i t5) 
YiSCONH-Cfc5 (^T, Yi> Y - 3 

15 fcSaSSfcttfiaU^^Ur^TfcJ^^oi^S-eifcS (iUTs Z^Z- 
Z««- (CR 8 R 9 ) r-W~ (CR 10 R U ) s-V 

[5t«f, R 8 . R 9 , R^fci^R 1 1 tt**«fc35tL-C*SH*fcBfi»T/U* 
/W-efcO, 2WOR 8 , R 9 , R 1 °*S ±Of/*fcttR 1 1 t *, 

20 #*CR8, R 9 , Rl°*3 t tt>*R 11 «^^oTVN-C<bi<. WI4*g^, O. 

vtt**, i£ i& £ £r tT^t t =t v ^ v^ - o 7 A* si's i^I^WLtv^tti 

^TtctV^if agi^g-Ck?) , r tt 1 ~ 4 9, sftO~4©ISt 

25 5 ] 

"Pfe* (KIT, Z&Z- 2-Cfc5it5) 
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Z^- (CH 2 ) r-W- (CH 2 ) s-V 

[5£«f, W»2 O, SifcSNRl R 12 13*31 */tttffi8i7 

,u*/u-cfc9 , vte**i,?tiS&g£ ; fi'L-C^Tt<fc^7 !)-/^fclWnl 

5 7;w*/K M7 A-=> * M7 7 ; / , M7 A-*/U7 ^ V % 

7WK *A'#*-^, &®7^ = *v'#A'**~;K 7i=;Hfcli$io^To 
7y-/V) -CfcO, r it 1 ~4 <0 , sliO~4©Ittfc5] , 

(WT> ZiSZ-3tfc5tt5) 
ZiS- (CH 2 ) r-W- (CH 2 ) s-V 

10 WIJ*g^, O, S, NHifclJNMeT*9, V te^rft^ft g&g & 

^Lt^ttiv^i-^stri^fDTy -a- (::Tfi«iii^nyv, 

<8 » T A"* /i' » /Nay/fiiKT/U^^, fi»7^3*V, 7 5 y *7iteffi$7 

; ^;P7^) UfcD, rttl~30llS-Cfc!), s 13 0 £ fete 1 
-Cfc* (SIT, Z«5z-4tfc5it5) 

15 za*tt*s*r*'i''C'' % t , t>J:i' N *fl2*** 5 ** 

* N # A< ** * V, ftjB7^3*l'*A'*5^, V T 7 X t>V * fc tt 7 i = 

A<) ; 

20 (£«7A/3 * v*^al? = A'"efilft* tb-CV^-C t> iV^^^^A ; 

n*<> % figr;^*'/, #/u***v\ &®7/u=< ft«7/u 
^yP7^ * n 7 A"¥ A* , '/7/i3 itf/i ttt^f bSSS) ; 

oTju^/U ; aT**A**'s ; 7 VA- ; ft tt 7 ^ * A* * ; 
25 A ; qtfrT fl'**'* fl"*** : n 7 /l' # A"< * * A ; t K n * 

W 5 / ; 
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S&S£#L-C^T<b«fc^T ? / U C-Cg^Si: ttfi»7***, 
TV^ttiV^t K n dr 4/«»7^U*yU, 7 * = * 7 * ** . 7'^, 

<(£ jR 7 A # A * * * — A , 7 !/ — A * A # =• A *3 «fc OV£ ft }t 7 * =. A- ) ; 

5 iV^7i=/l' ; 

ISiS7^^^^^7 -f =■ A ; (S $ 7 A * yU ^ )V 7 T * 4 A ', s > * n 7 JV * >V * 

)V 7 7 * 4 A ; 

= M ; i/7 / ;7/^dr^>v ? ^- d e■^;^Si^a7y^^y^■Cg^$^^•CV^-Ct ) J;v^ 
7 x. =. yu 7 -/ ; y * / * f y ; * # V ; 

i k K n v- ; ^ /u* 7* h ; ^u^f> ; fi87^#* ;V^7/^^;IS 
»7^3*i/*^*' = /^7V;l';7 5 / : 7 =» * y * A - A 7 5 / ; 

#yU/<^-f yU ; t^fy ; ; (£« T * = * * =* = 

15 ^g^7y^^y^T•g^$nrv^r t J;V^^X^S^A^-y^;^7'^^^-=irv' ; 
IS® 7 yW^yW-Cfi&SftT V>T t> .fcV>^ynat# = 
"CfcS (6tT» Z«5Z-5tfe5it5) 
Z d'SASSr* Ut^t t £ v*7*=* 

( r C "C* ©J&S ili^nyv; k K n * V ; /n b # > , k Fn^V, 4£» 7 A- 
20 =» * V7 y *5 Jzt>*/£ tc\17 * n/U-Cft» S JlT V t t> i^fi 

87*** ; ffi«T*3*->#*jK = *te»7'*<{r=* : /N D ^ ^ « fl£»7A 
=i*v\ 7 *=» * ->^D7;^^fcJ:t>7*fc«^T°S 
jtl-ee*s^-c^-ctJ:v>tt«r/ua**/.; or***: or** 

; 7 i/* ; <£»7A**^tf- ; *>w<*-f * : tttt 7* 
25 **:«iR7***, k Ko*i/fi«7***, 7v/;K fc«7****A* 
= *i3«fctf/*fcra:7:c=At?«ftiS;ftrv^fc J:^7 5 / ; /n n ^ v , i/7 
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j , ^.sA'fc iUVlfcfcli^aStiSS-eg&Sft-CV^fc £^7*=.* ; 
i£a7^#;w^A7r*^^ ; > ^ n t * ^ * A* 7 r * a* ; — H a ; 7 A' 

* •> ; it* y ; t Kb*'/, /ms , <g ft T /u * /u , {£ iR 7 A- a * iJ A- ajf 
5 - ;U S 7; ;*> A"< •=£ 'f' A> % 7i- yu, n 7 i — A', nS^Sfe 

iu«/*fc»4** vcg&^ft-cv^-c fc «t v>^r natsts;^-? 1 ; 

&>5 (^T, Z # z - 6 fS>6 £ 
z ^ItAXfc^r LTV^■r t J;v^7zc-/^ 
33 £ ttV * fc 14 W n 7 A' * A' t*g& £ ft -C T fc <fc V*te» 7 *3#i/;J/^ 
a 7A^A- ; urA'^**'/ ; 7'/^ ; {£ SI 7 A- * A- f" * ; ffi«7>u# 
yu#/W<*.<r A* ; tt«7/i'*A>, fc K n * i/f£ift 7 A' * /U . 7 /u *3 <fc 
15 tli7x=;UtSft^t^tt i^7? / ; f^U ^/Ufl^$tit^t t 
<fc V 7 x = A> ; C * a 7 A' A' * A* 7 r ^ J )\> ; 7 A' *r V > *s * * f s ; 7 x J 

A'-C«*4tl"CV^T fc .fclr^A'* !> -A-t> b< tt*A'* U y ; t K n 

*v\ fi87A-*^, fig7*3*->*^ = ^ 7x=A^ Aayy7i = /l' 

*4>uis£xfi/*izti** yt-Iisntv^ti^fn y s^a* ; 7x=a>* 

fctefy $ v'A^g&SftT^Tfc.fcV^^v^A' ; v^fc Kofy^/U ; fa 
y ,U ; fa y.-^ ; ^ a y ± t>V £ te&Si 7 A'* A-"Cg& $ tlX ^ T fc «fc 

5 y a- ; t^y y a- ; ,u : msr*/ y a- ; 7 y a- ; y y 

25 A- ; -f V y A' ; ft ft 7 A- J3 «fc t>V 4 fc 14 7 x =/VCfi^ $ ftT V X 

fc ± v>r h 7 y y A- ; 4 > K y - A- ; -f ^ K U A* ; ? h 7 t K n * y y a> ; 
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i^f h7fc Ko^ ; y -CflttftSti-CV^-Cb J:^^^*/ t°7 - 

; f h 7 t K d fcT 7 ■=• ^ * * v' ;rh7t h'n7U A-** s y ; ®&7 A^/W 
Tg&^ftTi^T t J:^*^* y 7 * -A ; <fc tf/S ttffi » T yu * a 
5 -cttftSfttv-cb ivfc^U ^ A * /W # =■ A- ) VhZ> (£tT, Z i« Z - 7 -c 

festts) tea*, 

zis«*S**u-rv^"Ct) ±vn7*=/u (::t«iiit/>B<ry ( e»7 

A#/K /NDy/(S®7y^/K te»7A'3 * •> ^ a 7 /w A ^ * 5/ , 
$ 7 A * A # /W< ^ 'T A, 7x=;K <gi&7 a*a* A# y / S3 
10 r F7t Fnf7 = ^t + -» -efcs (&T> za»z-8-efc4tt5) tea 

a, 

z^g&S^LTv^t J;v^^7 : oiSS (::t»|j«tli'^yy, t K 
n*s/ % <g®7A*A, Any;M7;^/K ffift 7 *a-#^K 
®$7A*A-^:tf-, #A#=*v\ M7A=> ^v^Atf-A, 7U, 

15 |i|7A'^/l'75 A 7:c=.A, 7 7 ^ & Y >"Cfi& £ ft "t V» T h <fc V> 7 

9-Cfo5 ii-S) te^*, 

20 r^7'/H/K t°y^/u, fy 5-^ = ^, t'?-^-^, HJ7-^ = /k -f^KU 
/K /f y-fyKU/K ^F^/K ^V^F'J^K VA** 
t°9=A, ^J/X***'/ y A, ^v/fx^K ^^/f7/^K ^^'/f- 

7 y y ^a, ^yyf 7^7^ y a, y a, -< y =f- / y Ko^y^ 
yy/u, A;wv/^W 7 * y ^AS/tli-^^y 7 i> A ( r -Cg&S <k 12 
25 M7A*A ;/Nay;fta7^*;l';fia7/l' = *'> ; ft»7^a#f#/l'# 
; 7*s;v ; lSiS7/^^i/*;L'<i-C-^ii7y^^ ; 7 A#y° V ; ^ft^ 
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; 7 J) ;l/ ; - |« □ ; * * y ; *J J: t>V * ft tt {£ JR 7 * ^ * 

ft-c^-ct iv^A'* y y ) (ht. za«z - 1 o x-hz> t-ra) tea*, 

y /K -^y/7!JyK ^y^f7=/K '<>"/f-x = ;USfc |* 

jR7/l'=«*S'\ ®i&7/l'=» * V# A'tfxA^ 7WK 7x^/^ s ^y^K 7^ 

i&&.t A'^fr'tfl'fr y yfeio^^^y^b^s^^^stRStus i w 

±©S) "CfcS (»T. Z^Z-l ltkiitS) tea*, 
R 1 tfSR 1 - 2 *K R 2 ^R2-2tfc5« nfl* 2 X, Y ± t>* Z 

<75*iI^-£fr-£ (X, Y, Z) asKTOJB***?*-?*)*^**, 
(X, Y, Z) = (X-3, Y-2, Z-l) , (X-3, Y-2, Z-2) , (X-3, Y-2, Z-3) , 
(X-3, Y-2, Z-4) , (X-3, Y-2, Z-5) , (X-3, Y-2, Z-6) , (X-3, Y-2, Z-7) , 
(X-3, Y-2, Z-9) , (X-3, Y-2, Z-10) , (X-3, Y-2, 



(X-c 
(X-J 



(X-3, Y-2, Z-8) , 
Z-ll) , 
(X-3, Y-3, Z-l) , 
Y-3, Z-5) , 
Y-3, Z-9) , 
(X-4, Y-2, Z-l) , 
(X-4, Y-2, Z-5) , 
(X-4, Y-2, Z-9) 
(X-4, Y-3, Z-l) , 
(X-4, Y-3, Z-5) , 
(X-4, Y-3, Z-9) 
(X-5, Y-2, Z-l) , 



(X-3, Y-3, Z-2) , (X-3, Y-3, Z-3) , (X-3, Y-3, Z-4) 

(X-3, Y-3, Z-6) , (X-3, Y-3, Z-7) , (X-3, Y-3, Z-8) 

(X-3, Y-3, Z-10) , (X-3, Y-3, Z-ll) , 

(X-4, Y-2, Z-2) , (X-4, Y-2, Z-3) , (X-4, Y- 

(X-4, Y-2, Z-6) , (X-4, Y-2, Z-7) , (X-4, Y- 

(X-4, Y-2, Z-10) , (X-4, Y-2, Z-ll) , 

(X-4, Y-3, Z-2) , (X-4, Y-3, Z-3) , (X- 

(X-4, Y-3, Z-6) , (X-4, Y-3, Z-7) , (X-4, Y- 

(X-4, Y-3, Z-10) , (X-4, Y-3, Z-ll) , 

(X-5, Y-2, Z-2) , (X-5, Y-2, Z-3) , (X-5, Y-2, Z-4) 



3, Z 
3, Z- 
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(X-5, Y-2, Z-5) , (X-5, Y-2, Z-6) , (X-5, Y-2, Z-7) , (X-5, Y-2, Z-8) , 

(X-5, Y-2, Z-9) , (X-5, Y-2, Z-10) , (X-5, Y-2, Z-ll) , 

(X-5, Y-3, Z-l) , (X-5, Y-3, Z-2) , (X-5, Y-3, Z-3) , (X-5, Y-3, Z-4) , 

(X-5, Y-3, Z-5) , (X-5, Y-3, Z-6) , (X-5, Y-3, Z-7) , (X-5, Y-3, Z-8) , 

5 (X-5, Y-3, Z-9) , (X-5, Y-3, Z-10) *fttt (X-5, Y-3, Z-ll) 

*%®<DN P YY 5**#«tt«lttNPYY 5 <©H#-f 3 * A±«fc*f 

$ feKl, *?§^©NPYY 5Sg(*SttiBN P Y Y 1 *3 «fc 1* Y 2 *t 
15 ©^Pfel|X«^ffl*«ei-'5i4 3 . ;©ffffitt±HtYlSf*HLtV^. Y 
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mm. mvim. ^^m^<D^m&mmmmt ^^\attxm^Lmmmmt 
■r z> ^ t a* x * s „ away ©^s- ^ fcffifc £ * K^&a * /* o -t mm 

MftflK sut*h ^fcak &&m. mmmmzmiLmnLxi>fk< , sne 

V^S, lACgPSK^^ SfifO. 05-lOOmg/kg/Btfci), 
ffJKttO. l~10mg/kg/B©i5lrt-Cfc5, ^gPS4©i^l:li 
£4SKI£ J: 9 ** < ii*0. 0 0 5~1 Omg/k g/BtfcD, 

25 JfH<U0. 0 1~lmg/kg/B©«51rttfc5. IttJ: 1 0 1 
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Hi&#J i te£-*> (1-7) 

mi 



r-C0 2 H 



O Ufcl 



^C0 2 H 



H2N- 7 Na 2 C03 

BkUtt (995 mg, 9.38 mmol)£* 30 ml icigffi U 5/1? (1.0 

g, 8.53mmol)i: N-#/W#^ h*^7#^5 K(2.49 g, 11.4 mmol)£ Mx.^UX' 
-#&#L*: 0 fcfcRl&ttfcaifcBfcflO*. pH 1 i Lfc. #faLfc£ f SI£*i5fcL 
■Cttflfcl-S i Btt** 1-72 g HX^ 82%T?'#P>nfc 0 

iH-NMR (CD 3 OD) 5 ppm: 1.59-1.77 (m, 4H), 2.34 (t, 2H, J = 6.3 Hz), 3.69 (t, 
2H, J = 6.6 Hz), 7.78-7.87 (m, 4H). 

^ C ° 2H /CH2CI2 



2. 4-t-Bu-aniline, Et 3 N 



C 13 H 13 N04 C23H26N203 
Mol. Wl.: 247.25 Mol. Wt.: 378.46 

US 1 ft fc<ffc£&(1.0 g, 4.0 mmol) ^tlt^^ o n * * V 5 ml 

*?&Tt*ty^^D!J K (0.459 ml, 5.2 mmol), DMF trace SrflQ x. 

^5ml*flD;t» 4-7'fvW7= y ^ (664 mg, 4.4 mmol), H^^7^ 

(0.564 ml, 4.4 mmol)Sr»ljtfc. lit" 30 $ -Sfcft . 
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£«ffiTB* L»aEfc y aft^t o ^ h^? 7-f I: J: 0 »|lt* i I Wft* 
1.49 gift* 97%T?#^iX7^o 

1H-NMR (CDC1 3 ) 5 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.27-1.39 (m, 2H), 1.51-1.62 
(m, 2H), 1.72-1.84 (m, 4H). 2.40-2.46 (m, 2H), 2.56 (t, 2H, J = 7.5 Hz), 3.76 (t, 
1H, J = 5.7 Hz), 7.12 (d, 2H, J = 7.8 Hz), 7.33 (s, 1H), 7.42 (d, 2H, J = 8.1 Hz), 
7.71-7.73 (m, 2H), 7.83-7.86 (m, 2H). 
% 3 IS 



C23H 26 N 2 03 C 15 H 24 N 2 0 
Mol. Wt.: 378.46 Mol. Wt.: 

248.36 



K2Igt#tft^ll (1.49 g, 3.9 mmol) £ x =f- >\>7 =» — A' 30 mli:S*f * 
■& % tK9^>l*ft«J (0.591 mg, 11.8 mmol)*: 60"C-C 3 BfrMKfcStffc. 
*'«E«rS*L lmol/1 NaOH*SraJ*ftMxf-/u-cttWtfc.fi"«l«*:*ftbM 
*Mv^*<>*A-C«**Lfc. &&£a£IIT®£-r5 £ iW^li 5 808 mg HX* 
83%-C^fetbfco 

1H-NMR (CD3OD) 5 ppm: 0.93 (t, 3H, J = 7.2 Hz), 1.28-1.40 (m, 2H), 1.50- 
1.62 (m, 4H), 1.67-1.77 (m, 2H), 2.37 (t, 2H, J = 7.5 Hz), 2.56 (t, 2H, J = 7.8 Hz), 
2.68 (t, 2H, J = 7.2 Hz), 7.11 (d, 2H, J = 8.1 Hz), 7.42 (d, 2H, J = 8.4 Hz). 

3S3Ig-Cfcfc'ffc£-*K808 mg, 3.25 mmol) «r*»T"C^^ un*?y 5 ml 
'fy7 , o^;MW = ^?D!) K (696 mg, 4.9 mmol), h'Jxfvl' 
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7^;y (494 mg, 4.9 mmol) SrjJD*.^ Ktf&^Jc&T 1 D#fflgJ& £ K«* 

5 iH-NMR (CDCI3) 6 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.27-1.40 (m, 2H), 1.36 (d, 
6H, J = 6.6 Hz), 1.51-1.69 (m, 4H), 1.77-1.86 (m, 2H), 2.38 (t, 2H, J = 7.2 Hz), 
2.56 (t, 2H, J = 7.5 Hz), 3.12-3.21 (m, 3H), 4.38 (t, 1H, J = 5.7 Hz), 7.11 (d, 2H, 
J = 8.4 Hz), 7.36-7.41 (m, 3H). 

io mmm2 ^* d-io) of« 




1 % 3 Igtftft^^lt tert-T'f A-*^? ^ o y K(689 mg, 

4.9 mmol)*3 iO 1 h 'Jxf ;W7 5 V (494 mg, 4.9 mmol) AO*. « £l*tt*ttM 
15 1 ?fS4 Igi m«{C Lt g#Mfc-S-4&£-£/*L7t 0 

iH-NMR (CDC1 3 ) 6 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.22 (s, 9H), 1.30-1.37 (m, 
2H), 1.51-1.68 (m, 4H), 1.76-1.86 (m, 2H), 2.31-2.40 (m, 2H), 2.56 (t, 2H, J = 7.5 
Hz), 3.15-3.26 (m, 3H), 7.11 (t, 2H, J = 8.7 Hz), 7.42 (d, 2H, J = 8.1 Hz), 7.54 (s, 
1H). 

20 

%mm 3 Kc^m < i - 1 1 ) 
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Mol 9 vte-^5i.54 Mol. 9 \A?t 2 ^6^.54 
USS^J 2 -C#fc-fk"£i&(352 mg, 1.0 mmol) fc*ftT-C5>* n n > ? v 5 mlK 
mCPBA (259 mg, 1.5 mmoDSrJOx.fc, £fi 1 B*MRJfc $ £ 
ttifiU 1 mol/1 NaOH, Na 2 S 2 05, P * 

■T5 £ B 338 mg lfc3S92%-e#e>ftfco 

!H-NMR (CDC1 3 ) 5 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.29-1.39 (m, 2H), 1.39 (s, 
9H), 1.51-1.68 (m, 4H), 1.76-1.84 (m, 2H), 2.37 (t, 2H, J = 7.5 Hz), 2.56 (t, 2H, J 
= 7.8 Hz), 3.19-3.26 (m, 2H), 4.20 (t, 1H, J = 5.7 Hz), 7.11 (t, 2H, J = 8.1 Hz), 
10 7.42 (d, 2H, J = 8.7 Hz), 7.46 (s, 1H). 

mot 4 \mm 0-72) 
his 

H 2 N V^| SOCI, h 2N^n, 

k> C02 H MeOH HCI kA COaMe 

C 7 H 13 N02 C 8 H 16 CIN02 
Mol. Wt.: 143.18 Mol M: 193.67 

15 mP(7 ? / fk K 7 y^^Ol^i) (1.0 g, 8.53 mmol) — 

/u 7.5mlC**l,*ftTf* = ^^ny K (1.0 ml, 13.7 mmol) SrAD^MT? 

nsflfctttaufc. *#vti?x^A'x-^/u-cas#attj»-rs t b 1.25 g 

20 !H-NMR (CDCI3) 6 ppm: 1.50-2.60 (m, 9H), 3.08-3.36 (m, 1H), 3.67 (s, 3H, 
CChMe of cis isomer), 3.71 (s, 3H, C0 2 Me of trans isomer), 8.15-8.55 (m, 3H). 
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N tl Hi rnCPBA 

^COjMe — " OO k> C02Me 

C 8 H 16 CIN0 2 C^H^NO.S 
Mol Wt : 193.67 Mol.W.: 277.38 

asm f;n7f^i9 hjs^j i as 3 is* j: vnitw 2 \c&m<Dxmtmm 

5 cis isomer 

iH-NMR (CDC1 3 ) 6 ppm: 1.39 (s, 9H), 1.52-1.99 (m, 8H), 2.43-2.53 (m, 1H), 

3.42-3.55 (m, 1H), 3.69 (s, 3H), 3.85 (d, 1H, J = 9.0 Hz). 

I3IS 

•^S^Y^i NaOMe ^.S^Y^l 

°'° ^C0 2 Nle MeOH C?5 kA COjM e 

C12H23NO4S C^H^NOaS 
Mol. W: 277.38 Mol.Wt.: 277.38 

10 g^^^*y7; K (19.4 g, 70.0 mmoK *s*fc, F7V^«:©fi^) £ * 
9 J -fV 30 ml fd@)l?£i^ 28% th!/^^f7-f (28.4 ml, 140.0 mmol) 
SrjfJDxL 22 B*Hil«**Lfc.*fcfe«*«*nn*/UA-e#*Lamol/l HCI 
fc*J&T*#Lfc#fc» *JB# PH=3 ifcSST?*]*., nnsfc/UA-Clfc 
HiLt. *«JB4r*«Lti7k«EK^^*->^A-ett*Ufc. # £> *t fell IS* Sr S 

15 ttA (^**v-BH=f-^) "T5£> ltt*<o^^*v7? F (h^v^ft) 
i* 7.75 g HZ^ 40% T'#bixfco 
trans isomer 

iH-NMR (CD3OD) 6 ppm: 1.16-1.32 (m, 2H), 1.39 (s, 9H), 1.44-1.52 (m, 2H), 
1.98-2.09 (m, 2H), 2.14-2.29 (m, 3H), 3.18-3.37 (m, 1H), 3.63 (d, 1H, J = 9.0 Hz), 
20 3.67 (s, 3H). 
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S4I§ 



aq. NaOH_ 
MeOH " 




"C0 2 Me 



Mol 1 ' 




C11H91NO4S 
I0I.WT.: 263.35 



l&Pttf-A'X.xTfl' (4.77 g, 17.2 mmol) & / 9 J 95 ml {Cfffflfctf , 1 
mol/1 NaOH (43 ml, 43.0 mmol) fc*D L 

7^0 K£&£$!£T}&*i 1 mol/1 HC1 4: JkftTUU* fe » pH=3 <b 

^ (/sHV-B»xf^) t5i, BttlC*^*^ 4.20g HX^ 93% "C 

1H-NMR (CDCI3) 6 ppm: 1.18-1.35 (m, 2H), 1.39 (b, 9H), 1.46-1.63 (m, 2H), 
2.01-2.14 (m, 2H), 2.14-2.32 (m, 3H), 3.18-3.35 (m, 1H), 3.80 (d, 1H, J = 9.6 Hz). 



B&ft* Artful* (5.86 g, 22.3 mmol) fcSflt^^ o a / # y 88 ml 
■fr, fcftT** * y A"* a y K(2.34 ml, 26.7 mmol), fl4j££<£> DMF £AQ;t, £ 
fi-cm#HSl#Lfc. *ttE«r*ffiTS*U *?9an*9> 115 ml fcJP*., g& 
y >(5.05g, 24.5 mmol), b y^f^7 S >(4.65 ml, 33.4 mmol) £ AD X. fc. 

* *i J: Vr&Ltz.m&Z&®Llt 0 l«»07S Ffc**7.00g 

JS^ 70%-?#e>ftfc o 

1H-NMR (CDCI3) 5 ppm: 1.25 (d, 6H, J = 6.3 Hz), 1.17-1.42 (m, 2H), 1.40 (s, 




1) (COCI) 2 ,DMF / 

2) H 2 NhQ-Q ^S-^ H 

CH 2 CI 2 g 



o l L^ N ~y» 
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9H), 1.60-1.78 (m, 2H), 1.98-2.43 (m, 7H), 3.20-3.43 (m, 3H), 3.67 (d, 1H, J = 9.6 
Hz), 3.74-3.86 (i, 2H), 6.86 (d, 2H, J = 9.0 Hz), 7.04 (s, 1H), 7.38 (d, 2H, J = 9.0 
Hz). 



5 mmm 5 vc^m ( 1 - 2) 

2HCI H 

C 6 H 10 CI 2 N2 C 17 H2oN 2 0 
Mol. Wt.: 181.06 Mol. Wt.: 268.35 

W^TiX (461mg, 2.5mmol)£*&T^? n a * ^|c!Br®£-fr> ttttft 

m (600 mg, 2.5 mmol), S U ^ f-fr T S ^(773 mg, 7.5 mmol)£ M x. 30 #KJ£ 

10 is 9 a at * ^**D U W$S**&L« 

MM-??* ^^At?tt*Ufc.*«ESr«BET9* LtlW 100 mg 

!H-NMR (CDC1 3 ) 6 ppm:0.93(t, 3H, J=7.2Hz), 1.30-1.42 (m, 2H), 1.57-1.67 
(m, 2H), 2.66 (t, 2H, J'= 7.8 Hz), 3.50 (brs, 1H), 6.57 (s, 1H), 6.68 (d, 2H, J = 8.7 
15 Hz), 7.26 (d, 2H, J = 8.4 Hz), 7.39 (d, 2H, J = 8.7 Hz), 7.68 (s, 1H), 7.75 (d, 2H, 
J = 8.1 Hz). 



I2it 



A? 



EtjN 



C2oH 26 N 2 0 



20 



C 17 H2oN,0 
Mol. Wt.: 268.35 

iH-NMR (CDCI3) 5 ppm: 0.94 (t, 3H, J = 7.5 Hz), 1.34-1.44 (m, 2H), 1.40 (d, 
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6H, J = 6.6 Hz), 1.59-1.68 (m, 2H), 2.69 (t, 2H, J = 7.8 Hz), 3.24-3.35 (m, 1H), 
6.49 (s, 1H), 7.23-7.32 (m, 4H). 7.6 (d, 2H, J = 8.7 Hz), 7.79 (d, 2H, J = 8.1 Hz), 
7.85 (s, 1H). 



5 HS£#J6 M (1-3 1) 

*ua 

H 2 N-^)" NH 2 B0C2 ° * BocNH^^"NH 2 
C 6 H 14 N2 CHH02N2O2 

Mol. Wt.: 114.19 Mol. Wt: 214.30 

mWi?T$y (8.37 g, 73.3 mmol) % *S* * # V 30 ml\C®M L , BocaO 

(2 g, 9.2mmoY)<D***y-^(ZOml)f&m$:MZ-K.o BdlSJSSt, mm 

**^>}j±^&®tLit. mmzm&T'g&Tz tmmt Ltsft** 1.8 g jr* 

92% (Boc 2 0£*)-C#bixfc 0 

!H-NMR (CDCI3) 6 ppm: 1.07-1.26 (m, 6H), 1.44 (s, 9H), 1.84-2.00 (m, 4H), 
2.58-2.67 (m, 1H), 3.37 (brs, 1H), 4.43 (brs, 1H). 
15 ®2I§ 

oHZ)-^ BocNH^ 
BoeNH-(_)-NH 2 '"^TJl^v 

Mol? Wt: 214.30 Mof WT: 374.52 

1H-NMR (CDCI3) 6 ppm: 0.92 (t, 3H, J = 7.2 Hz), 1.26-1.42 (m, 6H), 1.45 (s, 
9H), 1.54-1.68 (m, 2H), 1.99-2.12 (m, 4H), 2.64 (t, 2H, J = 7.8 Hz), 3.43 (brs, 1H), 
20 3.90-4.00 (m, 1H), 4.48 (d, 1H, J = 5.7 Hz), 5.95 (d, 1H, J = 8.4 Hz), 7.21 (d, 2H, 
J = 8.4 Hz), 7.65 (d, 2H, J = 8.4 Hz). 
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BocNH^ Q HCI ^ H ' N 13 / S^. 

Mo C .« 3 52 M &.«°86 
11*4 Boc# (2.08 g, 5.55 mmol) «r*»TW»*^ 20 ml U. 4mol/l 

HCl/AcOEt 20 ml fcAQx/ic Sit? 1 B#ffl5J& $ tt, &&£$M*L*:o 2§iE 
5 £ Lt 1.7 g ifc*98*-e»&ixfc. 

iH-NMR (CD 3 OD) 6 ppm: 0.93 (t, 3H, J = 7.2 Hz), 1.29-1.41 (m, 2H), 1.50- 
1.66 (m, 6H), 2.02-2.18 (m, 4H), 2.66 (t, 2H, J = 7.8 Hz), 3.13 (brs, 1H), 3.82-3.94 
(m, 1H), 7.26 (d, 2H, J = 8.7 Hz), 7.72 (d, 2H, J = 8.4Hz). 

C 17 H27CIN 2 0 C21H34N2O2S 
1Q Mol. Wt.: 310.86 Mol. Wt.: 378.57 

iH-NMR (CDCI3) 8 ppm: 0.92 (t, 3H, J = 7.5 Hz), 1.21 (s, 9H), 1.28-1.62 (m, 
8H), 2.07-2.14 (m, 4H), 2.64 (t, 2H, J = 7.8 Hz), 3.1 1 (d, 1H, J = 5.1 Hz), 3.20 (brs, 
1H), 3.90-4.04 (m, 1H), 6.06-6.14 (m, 1H), 7.21 (t, 2H, J = 8.1 Hz), 7.67 (t, 2H, J 
15 = 8.4 Hz). 

fc&m (1-32) <D$l£ 
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15 



H H 

->- s ; ? mcPBA . 4-,s; N r~i ° 

C21H34N2O2S C 21 H34N 2 03S 
Mol. Wt: 378.57 Mol. Wl.: 394.57 

iH-NMR (CDCI3) 5 ppm: 0.92 (t, 3H, J = 7.2 Hz), 1.27-1.65 (m, 8H), 1.40 (s, 
9H), 2.10-2.23 (m, 4H), 2.65 (t, 2H, J = 7.5 Hz), 3.23-3.35 (m, 1H), 3.49 (s, 1H), 
3.88-4.02 (m, 1H), 5.84-5.92 (m, 1H), 7.13 (t, 2H, J = 8.4 Hz), 7.65 (d, 2H, J = 8.1 
Hz). 

nm®\8 as** (1-5) <D&f$. 
m 1 xs 

1 . (COCI) 2 , DMF 

TO** 7^ * ^ 

Mollis M C ol«2f S 37 

%m® 1 m 2 is t mm\c it § &)®>zftiz<, 

iH-NMR (CDCI3) 6 ppm: 0.94 (t, 3H, J = 7.5 Hz), 1.30-1.42 (m, 2H), 1.50-1.65 
(m, 2H), 2.61 (t, 2H, J = 7.8 Hz), 7.20 (d, 2H, J = 7.2 Hz), 7.48-7.51 (m, 3H), 7.72 
(s, 1H), 7.88-7.90 (m, 1H). 
I2IS 

jJ50ft=. h°<$ (593 mg, 1.95 mmol), *X (358 mg, 3.0 mmol)K 6 mol/1 HC1 30 
mK THF6 ml * ftp * 50^C . 3 B* Pfl "CRtf $ * fc . ft *P « ® » * 9 £ U 10% NaOH 
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g 110 mglft^ 21%"C#?>ftfco 

iH-NMR (CDC1 3 ) 5 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.26-1.39 (m, 2H), 1.49-1.59 
(m, 2H), 2.50 (t, 2H, J = 7.8 Hz), 4.37 (s, 1H), 6.65 (d, 2H, J = 8.4 Hz), 6.97 (d, 2H, 
J = 8.4 Hz), 7.14 (d, 1H, J = 8.4 Hz), 7.43 (d, 1H, J = 8.7 Hz). 
I3II 

v P 1 H 

C 15 H 18 N 2 OS C 18 H24N20 3 S2 
Mol.Wt.: 274.38 Mol. Wt.: 380.53 

iH-NMR (CDCI3) 5 ppm: 0.92 (t, 3H, J = 7.2 Hz), 1.28-1.41 (m, 2H), 1.46 (d, 
6H, J = 6.9 Hz), 1.53-1.63 (m, 2H), 2.59 (t, 2H, J = 7.8 Hz), 3.35-3.44 (m, 1H), 
7.15 (d, 2H, J = 8.7 Hz), 7.38 (s, 1H), 7.45 (d, 2H, J = 8.7 Hz), 7.57 (s, 1H). 

nmm 9 fc*m ( 1 - 4) 
nig 

VSs H 
H 2 N^O ' o*° \ JV°v P 

C 6 H 7 N03 C 9 H 13 N0 5 S 
Mol. Wt.: 141.12 Mol. Wt.: 247.27 

n&m i * 4 is t &® »c l-c g n * £ # fc. 

iH-NMR (CDC1 3 ) 6 ppm: 1.44 (d, 6H, J = 6.9. Hz), 3.33-3.43 (m, 1H), 3.88 (s, 

9H), 6.24-6.26 (m, 1H), 7.11-7.14 (m, 2H). 

I21g 
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r dol/^OMe "oOlLr^JH 

CgH^NOjS CeH^NOsS 
Mol. Wt.: 247.27 Mol. Wt.: 233.24 

m m m 4 m 4 1 u t m m k 1 -c @ w « * a it . 

iH-NMR (CDCI3) 6 ppm: 1.44 (d, 6H, J = 6.3 Hz), 3.33-3.45 (m, 1H), 6.25-6.28 
(m, 1H), 7.27-7.28 (m, 1H), 7.51 (s, 1H). 

isii 

H 1.(000)2. DMF H 

v N_.0 O /CH 2 CI 2 . N o O 

CaHnNOsS C 18 H 2 4N20 4 S 
Mol Wt.: 233.24 Mol. Wt : 364 46 

iH-NMR (CD 3 OD) S ppm: 0.92 (t, 3H, J = 6.9 Hz), 1.28-1.41 (m, 2H), 1.46 (d, 
6H, J = 6.3 Hz), 1.53-1.63 (m, 2H), 2.58 (t, 2H, J = 7.8 Hz), 3.33-3.43 (m, 1H), 
6.27-6.29 (m, 1H), 7.14-7.16 (m, 3H), 7.50 (d, 2H, J = 8.4 Hz), 7.90 (s, 1H). 

gftttllO H - 2 8) <D%& 

m 1 is 



-o- o>o» 



CaH-CINO C 14 H 15 N03 
Mol.m: 151.63 Mol. Wt.: 245.27 

mmm 1 m 1 i8iB*K it b 

!H-NMR (CDCI3) 5 ppm: 1.37-1.52 (m, 3H), 1.74-1.79 (m, 2H), 2.07-2.13 (m, 
2H), 2.28-2.42 (m, 2H), 3.72-3.81 (m, 1H), 4.09-4.20 (m, 1H), 7.68-7.73 (m, 2H), 
7.81-7.85 (m, 2H). 
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A-Zf?-*?*-^-! Vi/T-T— h(2.85 g, 16.3 mmol)£ THF30 ml ir&^L, 
g^7/vj-/i/fl: (l.Og, 4.08 mmol), t*^ h 'J 7 f- f- * f S K(972mg, 1.63 
5 mmol)S:JDA-*«»Lfc. ®& * 9 * U* * M X 9 n n * ,w Aft W U7t 0 *«l 

fiVfu-? Ytfjy 4\Z.Z*) iff Si Lfc. iWfi 5 332 mgHX^ 19%-C#P>ftfc 0 
!H-NMR (CDC1 3 ) 5 ppm: 0.92 (t, 3H, J = 6.9 Hz), 1.30-1.40 (m, 2H), 1.48-1.62 
(m, 4H), 1.79-1.83 (m, 2H), 2.21-2.25 (m, 2H), 2.37-2.50 (m, 2H), 2.57 (t, 2H, J = 
10 7.8 Hz), 4.11-4.22 (m, 1H), 4.77-4.87 (m, 1H), 6.49 (s, 1H), 7.11 (d, 2H, J = 8.7 
Hz), 7.28 (d, 2H, J = 8.7 Hz), 7.69-7.73 (m, 2H), 7.80-7.84 (m, 2H). 
1311 

C25H28N204 C 17 H26N 2 02 

Mol. Wt.: 420.50 Mol. Wl.: 290.40 

■4 .a h 

C21H34N2O3S 

Mol. Wt.: 394.57 

%mm 1 m 3 igts x vnmm 2 1 n*ic lx b 

15 !H-NMR (CDCI3) 5 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.21 (s, 9H), 1.30-1.62 (m, 
8H), 2.08 (d, 4H, J = 11.1 Hz), 2.56 (t, 2H, J = 7.8 Hz), 3.04 (d, 1H, J = 4.8 Hz), 
3.20-3.30 (m, 1H), 4.65-4.76 (m, 1H), 6.57 (s, 1H), 7.10 (d, 2H, J = 8.7 Hz), 7.26 
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(d, 2H, J = 8.1Hz). 



mmm 1 1 ( i - 2 9 ) <d&$l 



mCPBA 



5 mmmz tmm\zLx n&mzntco 

!H-NMR (CDCI3) 5 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.23-1.62 (m, 8H), 1.40 (s, 
9H), 2.12 (d, 4H, J = 14.4 Hz), 2.56 (t, 2H, J = 7.8 Hz), 3.28-3.40 (m, 1H), 3.90 (s, 
1H), 4.60-4.73 (m, 1H), 6.57 (s, 1H), 7.10 (d, 2H, J = 8.4 Hz), 7.25 (d, 2H, J = 
8.4Hz). 

10 

mmmi2 ft^i ti-iu) 



ml) Jgjfcfcin — V^KIg [2, 4-bis(4-methoxyphenyl)-l, 3-dithia-2, 4- 
15 diphosphetane-2, 4-disulfide] (132mg) «r*n;t , 80*3"? 3 BSffljH* Lfc. 

n-^**^= 1 : 1) KT««U ^ftfe^H (82. 3 mg, 79%)5:'#fe 0 §|$fft 

(50. 5 mg, 48%)#7t 0 




H 

S - 



20 



HJ£#J 1 3 <k&® (1-12 0) o^-fig 



% 1 x@ 
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^S' CI >J H 

^ N C0 2 Et * 6 ^ N C02Et 

3L=f-/V 4-75M - f ^ 'J i?^* A'J}?* > U— K300 mg)i: h U if^T 5 
^(258 mg)*4ft^f 5 ml t»)»L, t-7*fvu* 7 w -A- 9 a V K(222 
mg)Oift> f- v 2ml SrAOai, ^l"?4 6$W$SLt 0 fiS^Tk^^y'?^ 

J: *> flitttiai fcW 378 mg © 4-t-7* 9vu* /U7 -f S / -1-^ h =¥ -> # ;U 

^S N Y^l Ba(OH) 2 O k^k^ -^S'^Y^ H 

O ^N-COsEt O O^XX— 

378 mg <£> 4-t-7*fvl';*/l'7 ^=*7^ 7-1-^ h A'z-tfn /u t°-< 'J v^S: 

2-7* a /-V 5 ml t * 5 ml * V ?^7kfn&>£ 1.77 g «P 1 

4 B#Pfl7JQifci!»fcT(cflt#L£:, > * y-^-C#JR ttmTK*tt*: 
fiL > 4-t-^f/^/i'7-f-;W7; 7 f-<y i?^Sr#fc. 6 Z. k ft < THF 

5 ml \zmM L N-7i / 4-7*^^7- y ^ 984 mg t 'SJ V 7°n 
fcT^i^vUT 5 V 236 mg xM-C-#&# Lfc 0 fiit & * 3if # y 

-MC J: 0 IfiUitJBifcV^ 291 mg cD 4 ■t-7'^^^ A* 7 4 -J^T ;/t^H i/y- 

iH-NMR (CDC1 3 ) 5 ppm:0.89(t, 3H, J = 7.3Hz), l.l9(s, 9H), 1.25-1.38(m, 4H), 
1.40-1.60(m, 4H), 1.89-2.03(m, 3H), 2.52(t, 2H, J = 7.7Hz), 2.89-3.04(m, 2H), 
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3.14(d, 1H, J = 5.2 Hz), 3.37(m, 1H), 3.96(m, 2H), 6.67(s, 1H), 7.05(d, 2H, J = 

8.5Hz), 7.22(d, 2H, J = 8.5Hz). 

S3II 

° L Yt3 00 ^YO 

x-;U)7 5 K&> * / 2 ml i *flS * ^ V 2 ml L 80%-MMPP 

(magnesium monoperoxyphthalate hexahydrate) 570 mg £ flO 2^FfflS 

KJ: 9»»**S-'S;v^ 130 mg 04-t.^^^* = ^7 5 y 
y-;y.l-A^*^(4-yf^7j-^)7? F (1-12 0) £#7t 0 
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I - 2 

iH-NMR (CDCI3) 5 ppm: 0.94 (t, 3H, J = 7.5 Hz), 1.34-1.44 (m, 2H), 1.40 (d, 
6H, J = 6.6 Hz), 1.59-1.68 (m, 2H), 2.69 (t, 2H, J = 7.8 Hz), 3.24-3.35 (m, 1H), 
6.49 (s, 1H), 7.23-7.32 (m, 4H), 7.6 (d, 2H, J = 8.7 Hz), 7.79 (d, 2H, J = 8.1 Hz), 
5 7.85 (8, 1H). 
I - 3 

!H-NMR <CDC1 3 ) 5 ppm: 0.92 (t, 3H, J = 7.2 Hz), 1.30-1.39 (m, 2H), 1.37 (d, 
6H, J = 6.9 Hz), 1.57 (quint, 2H, J = 7.5 Hz), 1.96 (quint, 2H, J = 6.6 Hz), 2.49 
(t, 2H, J = 6.6 Hz), 2.57 (t, 2H, J = 7.8 Hz), 3.16-3.26 (m, 3H), 4.62 (brs, 1H), 
10 7.12 (d, 2H, J = 8.1 Hz), 7.43 (d, 2H, J = 8.4 Hz), 7.64 (s, 1H). 
I - 4 

!H-NMR (CD3OD) 6 ppm: 0.92 (t, 3H, J = 6.9 Hz), 1.28-1.41 (m, 2H), 1.46 (d, 
6H, J = 6.3 Hz), 1.53-1.63 (m, 2H), 2.58 (t, 2H, J = 7.8 Hz), 3.33-3.43 (m, 1H), 
6.27-6.29 (m, 1H), 7.14-7.16 (m, 3H), 7.50 (d, 2H, J = 8.4 Hz), 7.90 (s, 1H). 
15 1-5 

*H-NMR (CD CI 3) 6 ppm: 0.92 (t, 3H, J = 7.2 Hz), 1.28-1.41 (m, 2H), 1.46 (d, 
6H, J = 6.9 Hz), 1.53-1.63 (m, 2H), 2.59 (t, 2H, J = 7.8 Hz), 3.35-3.44 (m, 1H), 
7.15 (d, 2H, J = 8.7 Hz), 7.38 (a, 1H), 7.45 (d, 2H, J = 8.7 Hz), 7.57 ( 8 , 1H). 
I - 6 

20 !H-NMR (CD CI 3) & ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.29-1.39 (m, 2H), 1.37 (d, 
6H, J = 6.9 Hz), 1.55 (quint, 2H, J = 7.5 Hz), 2.55 (t, 2H, J = 5.1 Hz), 3.18-3.27 
(m, 1H), 3.92 (d, 2H, J = 6.0 Hz), 5.51 (t, 1H, J = 5.7 Hz), 7.10 (d, 2H, J = 8.4 Hz), 
7.39 (d, 2H, J = 8.4 Hz), 8.23 (a, 1H). . 
I - 7 

25 !H-NMR (CDCI3) 6 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.28-1.38 (m, 2H), 1.37 (d, 
6H, J = 6.9 Hz), 1.51-1.67 (m, 4H), 1.78-1.88 (m, 2H), 2.39 (t, 2H, J = 7.2 Hz), 
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2.57 (t, 2H, J = 7.5 Hz), 3.12-3.22 (m, 3H), 4.30-4.37 (m, 1H), 7.12 (d, 2H, J = 8.4 
Hz), 7.36-7.42 (m, 3H). 
I - 8 

*H-NMR (CDC1 3 ) 5 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.21-1.47 (m, 4H), 1.35 (d, 
5 6H, J = 6.6 Hz), 1.51-1.63 (m, 4H), 1.67-1.77 (m, 2H), 2.34 (t, 2H, J = 7.5 Hz), 
2.55 (t, 2H, J = 7.8 Hz), 3.08-3.17 (m, 3H), 4.71 (t, 1H, J = 6.0 Hz), 7.09 (d, 2H, 
J = 8.1 Hz), 7.43 (d, 2H, J = 8.4 Hz), 7.74 (s, 1H). 
I - 9 

iH-NMR (CDCI3) 6 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.29-1.39 (m, 2H), 1.35 (d, 
10 6H, J = 6.9 Hz), 1.50-1.60 (m, 2H), 2.54 (t, 2H, J = 7.8 Hz), 2.64 (t, 2H, J = 5.7 
Hz), 3.14-3.23 (m, 1H), 3.41-3.47 (m, 2H), 5.29 (t, 1H, J = 6.3 Hz), 7.10 (d, 2H, J 
= 8.4 Hz), 7.39 (d, 2H, J = 8.4 Hz), 7.91 (s, 1H). 
I - 1 0 

iH-NMR (CDCI3) 6 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.22 (s, 9H), 1.30-1.37 (m, 
15 2H), 1.51-1.68 (m, 4H), 1.76-1.86 (m, 2H), 2.31-2.40 (m, 2H), 2.56 (t, 2H, J = 7.5 
Hz), 3.15-3.26 (m, 3H), 7.11 (t, 2H, J = 8.7 Hz), 7.42 (d, 2H, J = 8.1 Hz), 7.54 (s, 
1H). 
I - 1 1 
mp : 128-129 

20 *H-NMR (CDC1 3 ) 6 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.29-1.39 (m, 2H), 1.39 (s, 
9H), 1.51-1.68 (m, 4H), 1.76-1.84 (m, 2H), 2.37 (t, 2H, J = 7.5 Hz), 2.56 (t, 2H, J 
= 7.8 Hz), 3.19-3.26 (m, 2H), 4.20 (t, 1H, J = 5.7 Hz), 7.11 (d, 2H, J = 8.1 Hz), 
7.42 (d, 2H, J = 8.7 Hz), 7.46 (s, 1H). 
1-12 

25 !H-NMR (CDCI3) 6 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.28-1.37 (m, 2H), 1.47-1.68 
(m, 6H), 2.23 (t, 2H, J = 7.2 Hz), 2.56 (t, 2H, J = 7.5 Hz), 2.90-2.97 (m, 2H), 5.10 
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(brs, 1H), 7.11 (d, 2H, J = 8.4 Hz), 7.36 (d, 2H, J = 8.1 Hz), 7.50-7.68 (m, 3H), 
7.93 (d, 1H, J= 8.1 Hz), 8.06 (d, 1H, J= 8.4 Hz), 8.24 (d, 1H, J = 7.5 Hz), 8.66 (d, 
1H, J = 8.7 Hz). 
1-13 

5 1 H-NMR (CDCI3) 6 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.28-1.40 (m, 2H), 1.45-1.73 
(m, 6H), 2.23 (t, 2H, J = 7.5 Hz), 2.56 (t, 2H, J = 7.8 Hz), 2.88 (s, 6H), 2.88-2.95 
(m, 2H), 5.04 (brs, 1H), 7.10 (d, 2H, J = 8.1 Hz), 7.17 (d, 1H, J = 7.2 Hz), 7.37 (d, 
2H, J = 8.4 Hz), 7.48-7.54 (m, 2H), 8.23 (d, 1H, J = 7.2 Hz), 8.30 (d, 1H, J = 8.7 
Hz), 8.53 (d, 1H, J = 8.4 Hz). 
10 1-14 

!H-NMR (CDCI3) 6 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.30-1.43 (m, 6H), 1.36 (d, 
6H, J = 6.6 Hz), 1.51-1.62 (m, 4H), 1.67-1.78 (m, 2H), 2.34 (t, 2H, J = 7.5 Hz), 
2.56 (t, 2H, J = 7.8 Hz), 3.09-3.20 (m, 3H), 4.34 (brs, 1H), 7.10 (d, 2H, J = 8.4 Hz), 
7.41-7.44 (m, 3H). 
15 1-15 

!H-NMR (CDCI3) 8 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.23 (s, 9H), 1.27-1.80 (m, 
12H), 2.30-2.38 (m, 2H), 2.56 (t, 2H, J = 7.5 Hz), 3.15 (brs, 2H), 7.11 (d, 2H, J = 
7.8 Hz), 7.43 (d, 2H, J = 7.8 Hz), 7.59 (s, 1H). 
1-16 

20 !H-NMR (CDCI3) 8 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.29-1.44 (m, 6H), 1.39 (s, 
9H), 1.51-1.61 (m, 4H), 1.68-1.78 (m, 2H), 2.35 (t, 2H, J = 7.5 Hz), 2.56 (t, 2H, J 
= 8.1 Hz), 3.15-3.21 (m, 2H), 4.14-4.23 (m, 1H), 7.11 (d, 2H, J = 7.8 Hz), 7.36- 
7.44 (m, 3H). 
1-19 

25 !H-NMR (CDCI3) 8 ppm: 0.92 (t, 3H, J = 7.5 Hz), 1.21 (s, 9H), 1.30-1.40 (m, 
2H), 1.55-1.72 (m, 6H), 2.64 (t, 2H, J = 7.8 Hz), 3.08-3.33 (m, 3H), 3.42-3.50 (m, 
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2H), 6.39 (s, 1H), 7.22 (d, 2H, J = 8.4 Hz), 7.69 (d, 2H, J = 8.1 Hz). 
1-20 

1H-NMR (CDC1 3 ) 6 ppm: 0.92 (t, 3H, J = 7.2 Hz), 1.31-1.39 (m, 2H), 1.39 (s, 
9H), 1.55-1.72 (m, 6H), 2.64 (t, 2H, J = 7.8 Hz), 3.24 (quart, 2H, J = 6.6 Hz), 3.48 
5 (quart, 2H, J = 6.6 Hz), 4.21 (t, 1H, J = 6.3 Hz), 6.29 (s, 1H), 7.22 (d, 2H, J = 7.8 
Hz), 7.67 (d, 2H, J = 8.1 Hz). 
1-21 

!H-NMR (CD CI 3) 6 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.23 (s, 9H), 1.30-1.42 (m, 
2H), 1.50-2.02 (m, 10H), 2.30-2.42 (m, 1H), 2.57 (t, 2H, J = 8.1 Hz), 3.10 (brs, 
10 1H), 3.57 (br 8 , 1H), 7.12 (d, 2H, J = 8.4 Hz), 7.41 (d, 2H, J = 7.8 Hz). 
1-22 
mp : 78-79 °C 

!H-NMR (CDCI3) 6 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.30-1.40 (m, 2H), 1.40 (s, 
9H), 1.50-1.65 (m, 4H), 1.70-1.98 (m, 8H), 2.30-2.40 (m, 1H). 2.57 (t, 2H, J = 7.5 
15 Hz), 3.58-3.70 (m, 1H), 4.16 (d, 1H, J = 9.3 Hz), 7.11-7.15 (m, 3H), 7.40 (d, 2H, 
J = 8.1 Hz). 
1-23 

*H-NMR (CDCI3) 6 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.21 (s, 9H), 1.21-1.41 (m, 
4H), 1.51-1.64 (m, 4H), 1.86-2.01 (m, 4H), 2.12-2.25 (m, 1H), 2.56 (t, 2H, J = 7.5 
20 Hz), 2.87-2.96 (m, 1H), 3.00-3.12 (m, 1H), 3.23-3.34 (m, 1H), 3.67-3.75 (m, 1H), 
7.11 (d, 2H, J = 8.1 Hz), 7.40 (d, 2H, J = 8.4 Hz). 
1-24 

1H-NMR (CD CI 3) 5 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.25-1.37 (m, 2H), 1.40 (s, 
9H), 1.48-1.65 (m, 6H), 1.90 (d, 2H, J = 11.7 Hz), 2.02 (d, 2H, J = 11.7 Hz), 
25 2.12-2.24 (m, 1H), 2.56 (t, 2H, J = 7.5 Hz), 3.04 (t, 2H, J = 6.3 Hz), 4.31 (t, 1H, 
J = 5.7 Hz), 7.11 (d, 2H, J = 8.1 Hz), 7.42 (d, 2H, J = 8.4 Hz). 
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1-25 

mp : 232-233 °C 

!H-NMR (CDCI3) 6 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.23-1.40 (m, 4H), 1.40 (s, 
9H), 1.51-1.76 (m, 4H), 2.01-2.26 (m, 5H), 2.56 (t, 2H, J = 7.5 Hz), 3.22-3.38 (m, 
5 1H), 3.79 (d, 1H, J = 9.3 Hz), 7.11 (d, 2H, J = 8.7 Hz), 7.17 (s, 1H), 7.40 (d, 2H, 
J = 8.4 Hz). 
1-26 

iH-NMR (CDCI3) S ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.22 (s, 9H), 1.28-1.40 (m, 
2H), 1.52-1.62 (m, 2H), 1.85-1.96 (m, 1H), 2.00-2.14 (m, 1H), 2.38-2.53 (m, 2H), 
10 2.56 (t, 2H, J = 7.5 Hz), 3.22-3.37 (m, 3H), 7.11 (d, 2H, J = 8.4 Hz), 7.45 (d, 2H, 
J = 8.4 Hz), 8.19 (s, 1H). 
1-27 

iH-NMR (CD CI 3) 6 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.30-1.40 (m, 2H), 1.40 (s, 
9H), 1.52-1.61 (m, 2H), 1.95 (quint, 2H, J = 6.3 Hz), 2.50 (t, 2H, J = 6.9 Hz), 2.56 
15 (t, 2H, J = 7.8 Hz), 3.31 (quart, 2H, J = 6.0 Hz), 4.30-4.36 (m, 1H), 7.12 (d, 2H, 
J = 8.4 Hz), 7.43 (d, 2H, J = 8.4 Hz), 7.65 (s, 1H). 
1-28 

iH-NMR (CDCI3) 6 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.21 (s, 9H), 1.30-1.62 (m, 
8H), 2.08 (d, 4H, J = 11.1 Hz), 2.56 (t, 2H, J = 7.8 Hz), 3.04 (d, 1H, J = 4.8 Hz), 
20 3.20-3.30 (m, 1H), 4.65-4.76 (m, 1H), 6.57 (s, 1H), 7.10 (d, 2H, J = 8.7 Hz), 7.26 
(d, 2H, J = 8.1Hz). 
1-29 

1 H-NMR (CDCI3) 8 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.23-1.62 (m, 8H), 1.40 (s, 
9H), 2.12 (d, 4H, J = 14.4 Hz), 2.56 (t, 2H, J = 7.8 Hz), 3.28-3.40 (m, 1H), 3.90 (s, 
25 1H), 4.60-4.73 (m, 1H), 6.57 (s, 1H), 7.10 (d, 2H, J = 8.4 Hz), 7.25 (d, 2H, J = 
8.4Hz). 
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1-30 

iH-NMR (CDCI3) 5 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.26-1.39 (m, 2H), 1.51-1.64 
(m, 4H), 1.72-1.81 (m, 2H), 2.34 (t, 2H, J = 6.9 Hz), 2.56 (t, 2H, J = 7.8 Hz), 
2.95-3.01 (m, 2H), 4.84 (t, 1H, J = 5.7 Hz), 6.99-7.12 (m, 6H), 7.19-7.24 (m, 1H), 
5 7.30 (s, 1H), 7.38-7.43 (m, 4H), 7.79 (d, 2H, J = 8.7 Hz). 
1-31 

iH-NMR (CDCI3) 6 ppm: 0.92 (t, 3H, J = 7.5 Hz), 1.21 (s, 9H), 1.28-1.62 (m, 
8H), 2.07-2.14 (m, 4H), 2.64 (t, 2H, J = 7.8 Hz), 3.11 (d, 1H, J = 5.1 Hz), 3.20 (brs, 
1H), 3.90-4.04 (m, 1H), 6.06-6.14 (m, 1H), 7.21 (t, 2H, J = 8.1 Hz), 7.67 (t, 2H, J 
10 = 8.4 Hz). 
1-32 

J H-NMR (CDCI3) 6 ppm: 0.92 (t, 3H, J = 7.2 Hz), 1.27-1.65 (m, 8H), 1.40 (s, 
9H), 2.10-2.23 (m, 4H), 2.65 (t, 2H, J= 7.5 Hz), 3.23-3.35 (m, 1H), 3.49 (s, 1H), 
3.88-4.02 (m, 1H), 5.84-5.92 (m, 1H), 7.13 (t, 2H, J = 8.4 Hz), 7.65 (d, 2H, J = 8.1 
15 Hz). 

1-33 

*H-NMR (CDCI3) 6 ppm: 0.94 (t, 3H, J = 7.2 Hz), 1.30-1.42 (m, 2H), 1.32 (s, 
9H), 1.57-1.66 (m, 2H), 2.67 (t, 2H, J = 7.8 Hz), 5.61 (s, 1H), 6.93 (d, 2H, J = 8.7 
Hz), 7.25 (d, 2H, J = 8.4 Hz), 7.49 (d, 2H, J = 9.0 Hz), 7.80 (d, 2H, J = 8.1 Hz), 
20 8.22 (8, 1H). 
1-34 

iH-NMR. (CD3OD) 8 ppm: 0.95 (t, 3H, J = 7.5 Hz), 1.35 (s, 9H), 1.35-1.44 (m, 
2H), 1.57-1.69 (m, 2H), 2.69 (t, 2H, J = 7.5 Hz), 7.28-7.33 (m, 4H), 7.56 <d, 2H, 
J = 9.0 Hz), 7.83 (d, 2H, J = 8.4 Hz). 
25 1-36 

J H-NMR (CDCI3) 8 ppm: 0.92 (t, 3H, J = 7.5 Hz), 1.31-1.70 (m, 11H), 1.39 (s, 
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9H), 1.75-1.85 (m, 1H), 2.65 (t, 2H, J = 8.1 Hz), 3.13 (t, 2H, J = 6.6 Hz), 3.40 (t, 
2H, J = 7.2 Hz), 4.10 (t, 1H, J = 5.7 Hz), 6.21 (t, 1H, J = 5.7 Hz), 7.23 (d, 2H, J 
= 8.1 Hz), 7.67 (d, 2H, J = 8.4 Hz). 
1-37 

5 iH-NMR (CDCI3) 6 ppm: 0.92 (t, 3H, J = 7.5 Hz), 0.95-1.10 (m, 2H), 1.31-1.40 
(m, 2H), 1.39 (s, 9H), 1.55-1.63 (m, 4H), 1.80-1.92 (m, 4H), 2.65 (t, 2H, J = 7.8 
Hz), 3.03 (t, 2H, J = 6.6 Hz), 3.31 (t, 2H, J = 6.6 Hz), 4.06 (t, 1H, J = 6.0 Hz), 6.22 
(t, 1H, J = 6.0 Hz), 7.23 (d, 2H, J = 8.4 Hz), 7.67 (d, 2H, J = 8.1 Hz). 
1-39 

10 !H-NMR (CD CI 3) 8 ppm: 1.13 (t, 3H, J = 7.2 Hz), 1.39 (s, 9H), 1.69-1.97 (m, 
8H), 2.27-2.38 (m, 1H), 3.29-3.35 (m, 4H), 3.60-3.70 (m, 1H), 4.52 (d, 1H, J = 9.3 
Hz), 6.64 (d, 2H, J = 8.4 Hz), 7.22 (s, 1H), 7.31 (d, 2H, J = 9.0 Hz). 
1-40 

1 H-NMR (CDCI3) 6 ppm: 1.38 (s, 9H), 1.68-1.96 (m, 8H), 2.30-2.40 (m, 1H), 
15 3.11 (t, 4H, J = 4.8 Hz), 3.60-3.72 (m, 1H), 3.86 (t, 4H, J = 4.8 Hz), 4.51 (brs, 1H), 
6.89 (d, 2H, J = 9.0 Hz), 7.42 (d, 2H, J = 8.7 Hz). 
1-41 

mp : >278 °C (dec.) 

!H-NMR (CDCI3) S ppm: 1.18-1.40 (m, 2H), 1.40 (s, 9H), 1.62-1.76 (m, 2H), 
20 2.01-2.27 (m, 5H), 3.10-3. 13 (m, 4H), 3.22-3.38 (m, 1H), 3.72 (d, 1H, J = 9.3 Hz), 
3.85-3.88 (m, 4H), 6.87 (d, 2H, J = 9.0 Hz), 7. 10 (s, 1H), 7.40 (d, 2H, J = 9.0 Hz). 
1-42 

1H-NMR (CDCI3) S ppm: 1.40 (s, 9H), 1.61-1.97 (m, 8H), 2.16 <s, 3H), 2.33- 
2.43 (m, 1H), 3.60-3.70 (m, 1H), 4.66 (brs, 1H), 7.12 (d, 1H, J = 8.7 Hz), 7.46- 
25 7.50 (m, 1H), 7.62 (s, H), 7.75-7.78 (m, 1H), 7.86-7.91 (m, 2H). 
1-43 
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1 H-NMR (CDCI3) 5 ppm: 1.40 (s, 9H), 1.62-2.00 (m, 8H), 1.87 (s, 3H), 2.36- 
2.47 (m, 1H), 3.24 (s, 3H), 3.64-3.74 (m, 1H), 4.87 (brs, 1H), 7.13 (d, 2H, J = 9.0 
Hz), 7.64 (d, 2H, J = 8.4 Hz), 7.81 (3, H). 
1-44 
5 mp : 235-236 °C 

1 H-NMR (CDCI3) 6 ppm: 1.13 (t, 6H, J = 6.9 Hz), 1.18-1.33 (m, 2H), 1.40 (s, 
9H), 1.60-1.77 (m, 2H), 2.00-2.26 (m, 5H), 3.28-3.35 (m, 4H), 3.73 (d, 1H, J = 9.3 
Hz), 6.60-6.70 (m, 2H), 7.03 (brs, 1H), 7.31 (d, 2H, J = 7.8 Hz). 
1-45 

10 mp : >268 °C (dec.) 

!H-NMR (CDCI3) 5 ppm: 1.20-1.34 (m, 2H), 1.40 (s, 9H), 1.56-1.76 (m, 8H), 
2.00-2.26 (m, 5H), 3.06-3. 14 (m, 4H), 3.24-3.36 (m, 1H), 3.72 (d, 1H, J = 9.3 Hz), 
6.90 (d, 2H, J = 8.7 Hz), 7.09 (s, 1H), 7.36 (d, 2H, J = 8.7 Hz). 
1-46 

15 mp : >272 °C (dec.) 

1H-NMR (DMSO-d 6 ) & ppm: 1.28 (s, 9H), 1.31-1.59 (m, 7H), 1.87-2.00 (m, 4H), 
2.23-2.34 (m, 1H), 3.00-3.16 (m, 1H), 4.35-4.45 (m, 2H), 6.81 (d, 1H, J = 9.0 Hz), 
7.16 (t, 1H, J = 7.2 Hz), 7.43 (t, 1H, J = 8.4 Hz), 7.52-7.58 (m, 3H), 8.04 (d, 1H, 
J = 7.8 Hz), 8.43 (s, 1H). 

20 1-47 

!H-NMR (CDCI3) 6 ppm: 1.20-1.36 (m, 2H), 1.40 (s, 9H), 1.62-1.77 (m, 2H), 
1.98-2.32 (m, 5H), 3.31-3.40 (m, 1H), 3.62 (d, 1H, J = 9.0 Hz), 7.08 (a, 1H), 7.29 
(d, 2H, J = 9.0 Hz), 7.61 (d, 2H, J = 9.0 Hz). 
1-48 

25 !H-NMR (CDCI3) 5 ppm: 1.22-1.36 (m, 2H), 1.40 (s, 9H), 1.62-1.77 (m, 2H), 
2.00-2.31 (m, 5H), 3.24-3.40 (m, 1H), 3.62 (d, 1H, J = 10.2 Hz), 7.01 (t, 2H, J = 
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8.7 Hz), 7.09 (s, 1H), 7.42-7.50 (m, 2H). 
1-49 

mp : 270 (dec.) 

!H-NMR (CDC1 3 ) 5 ppm: 1.20-1.36 (m, 2H), 1.40 (s, 9H), 1.61-1.77 (m, 2H), 
5 1.95-2.30 (m, 9H), 3.17-3.38 (m, 5H), 3.67 (d, 1H, J = 9.3 Hz), 6.50 (d, 2H, J = 9.0 
Hz), 6.97 (s, 1H), 7.30 (d, 2H, J = 9.0 Hz). 
1-50 

mp : 252-253 t 

iH-NMR (CDCI3) 5 ppm: 1.21-1.37 (m, 2H), 1.40 (s, 9H), 1.62-1.78 (m, 2H), 
10 1.98-2.32 (m, 5H), 3.26-3.40 (m, 1H), 3.68 (d, 1H, J = 9.6 Hz), 6.94-7.02 (m, 4H), 

7.08 (t, 1H, J = 7.5 Hz), 7.13 (a, 1H), 7.31 (t, 2H, J = 7.5 Hz), 7.46 (d, 2H, J = 9.0 
Hz). 

1-51 

mp : 278-279 °C 

15 iH-NMR (CDCI3) S ppm: 1.02 (d, 6H, J = 6.9 Hz), 1.35 (s, 9H), 1.39-1.71 (m, 
6H), 1.90-2.09 (a, 2H), 3.16-3.30 (m, 1H), 3.46 (d, 1H, J = 9.0 Hz), 4.92-5.01 (m, 
1H), 6.91-6.95 (m, 2H), 7.00-7:07 (m, 3H), 7.13-7.16 (m, 2H), 7.30-7.36 (m, 2H). 
1-52 

mp : 276-277 °C 

20 iH-NMR (CDCI3) 6 ppm: 1.20-1.36 (m, 2H), 1.40 (a, 9H), 1.60-1.78 (m, 2H), 
1.98-2.30 (m, 5H), 2.36 (s, 3H), 2.58 (t, 4H, J = 4.5 Hz), 3.17 (t, 4H, J = 4.5 Hz), 
3.21-3.40 (m, 1H), 3.64 (d, 1H, J = 9.0 Hz), 6.88 (d, 2H, J = 9.0 Hz), 7.01 (s, 1H), 
7.37 (d, 2H, J = 9.0 Hz). 
1-53 

25 mp : >300 °C 

iH-NMR (DMSO-de) « ppm: 1.20-1.54 (m, 4H), 1.27 (e, 9H), 1.73-1.88 (m, 2H), 
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1.89-2.01 (m, 2H), 2.13-2.25 (m, 1H), 2.98-3.12 (m, 1H), 3.15-3.31 (m, 8H), 
6.76-6.84 (m, 2H), 6.93 (d, 2H, J = 9.0 Hz), 6.99 (d, 2H, J = 8.1 Hz), 7.24 (d, 2H, 
J = 8.1 Hz), 7.46 (d, 2H, J = 9.0 Hz), 9.60 (s, 1H). 
1-54 
5 mp : >215 °C (dec.) 

*H-NMR (DMSO-ds) 6 ppm: 1.27 ( 8) 9H), 1.27-2.00 (m, 18H), 2.14-2.26 (m, 1H), 
2.53-2.84 (m, 4H), 2.86-3.30 (m, 2H), 3.46-3.54 (m, 1H), 3.62-3.74 (m, 2H), 6.78 
(d, 1H, J = 8.7 Hz), 6.87 (d, 2H, J = 7.8 Hz), 7.42 (d, 2H, J = 8.7 Hz), 9.58 (s, 1H). 
1-55 

10 mp : >290 t (dec.) 

iH-NMR (CDC1 3 ) 5 ppm: 1.23-1.40 (m, 2H), 1.40 (s, 9H), 1.60-1.76 (m, 2H), 
2.02-2.27 (m, 5H), 3.20 (t, 4H, J = 5.4 Hz), 3.21-3.32 (m, 1H), 3.67 (d, 1H, J = 9.3 
Hz), 3.98 (t, 4H, J = 4.8 Hz), 6.52 (t, 1H, J = 4.8 Hz), 6.93 (d, 2H, J = 8.4 Hz), 
7.06 (s, 1H), 7.41 (d, 2H, J = 8.7 Hz), 8.33 (d, 2H, J = 4.8 Hz). 

15 1-56 

mp : >232 °C (dec.) 

- !H-NMR (DMSO-ds) 6 ppm: 1.27 (s, 9H), 1.27-1.48 (m, 4H), 1.80-1.99 (m, 4H), 
2.14-2.25 (m, 1H), 3.04-3.24 (m, 8H), 3.68 (s, 3H), 3.76 (s, 3H), 6.44-6.47 (m, 1H), 
6.66 (s, 1H), 6.76-6.84 (m, 2H), 6.92 (d, 2H, J = 8.4 Hz), 7.46 (d, 2H, J = 8.4 Hz), 
20 9.61 (s, 1H). 
1-57 

mp : 284-285 (dec.) 

!H-NMR (CDCI3) 6 ppm: 1.27 (t, 3H, J = 7.2 Hz), 1.40 (s, 9H), 1.61-2.24 (m, 
9H), 2.35-2.49 (m, 1H), 2.76 (t, 2H, J = 10.2 Hz), 3.04-3.15 (m, 2H), 3.20-3.36 (m, 
25 1H), 3.55-3.59 (m, 2H), 3.87 (d, 1H, J = 9.6 Hz), 4.12-4.19 (m, 2H), 6.90 (d, 2H, 
J = 8.7 Hz), 2.79 (s, 1H), 7.40 (d, 2H, J = 8.7 Hz). 
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1-58 

mp : >299 °C (dec.) 

*H-NMR (CDCI3) 8 ppm: 1.26-1.33 (m, 2H), 1.40 (s, 9H), 1.56-2.42 (m, 19H), 
2.73-2.81 (m, 4H), 3.16-3.26 (m, 4H), 3.64 (d, 1H, J = 9.6 Hz), 6.87 (d, 2H, J = 8.7 
5 Hz), 7.04 (s, 1H), 7.37 (d, 2H, J = 9.0 Hz). 
1-59 

mp : >270 t (dec.) 

iH-NMR (CDCI3) 5 ppm: 1.26-1.47 (m, 2H), 1.47 (s, 9H), 1.60-1.80 (m, 4H), 

2.01- 2.32 (m, 5H), 3.28-3.40 (m, 3H), 3.62-3.74 (m, 3H), 5.74-5.96 (m, 2H), 6.92 
10 (d, 2H, J = 8.7 Hz), 7.13 (s, 1H), 7.39 (d, 2H, J = 9.0 Hz). 

1-60 

mp : 247-250 °C (dec.) 

1 H-NMR (CDCI3) 5 ppm: 1.20-1.37 (m, 2H), 1.40 (s, 9H), 1.60-1.78 (m, 2H), 
1.98-2.33 (m, 5H), 2.93-3.03 (m, 2H), 3.22-3.40 (m, lH), 3.52 (t, 2H, J = 6.0 Hz), 
15 3.62 (d, 1H, J = 8.4 Hz), 4.36 (s, 2H), 6.93 (d, 2H, J = 8.7 Hz), 7.00 (s, 1H), 
7.11-7.22 (m, 4H),7.39 (d, 2H, J = 8.7 Hz). 
1-61 

mp : 280-281 t 

!H-NMR (CDCI3) 8 ppm: 1.21-1.38 (m, 2H), 1.41 (s, 9H), 1.64-1.80 (m, 2H), 
20 2.02-2.33 (m, 5H), 3.24-3.40 (m, 1H), 3.61 (d, lH, J = 9.0 Hz), 6.33 (t, 2H, J = 2.1 
Hz), 7.04 (t, 2H, J = 2.1 Hz), 7.14 (s, lH), 7.34 (d, 2H, J = 9.0 Hz), 7.56 (d, 2H, 
J = 9.0 Hz). 
1-62 

mp : 260-262 °C 

25 !H-NMR (CDCI3) 5 ppm: 1.22-1.39 (m, 2H), 1.41 (s, 9H), 1.64-1.82 (m, 2H), 

2.02- 2.35 (m, 5H), 3.24-3.40 (m, 1H), 3.62 (d, lH, J = 9.6 Hz), 7.31 (d, 2H, J = 9.0 
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Hz), 7.51 (s, 1H), 7.69 (d, 2H, J = 9.0 Hz). 
1-63 
mp : 248 °C 

!H-NMR (CDC1 3 ) 5 ppm: 1.20-1.38 (m, 2H), 1.40 (s, 9H), 1.61-1.78 (m, 2H), 
5 1.98-2.32 (m, 5H), 3.22-3.45 (m, 1H), 3.64 (d, 1H, J = 9.3 Hz), 7.11 ( 8 , 1H), 
7.37-7.46 (m, 4H). 
1—64 

mp : 272-275 <G (dec.) 

!H-NMR (DMSO-da) 5 ppm: 1.20-1.53 (m, 4H), 1.27 (s, 9H), 1.75-1.88 (m, 2H), 
10 1.88-2.00 (m, 2H), 2.11-2.24 (m, 1H), 2.96-3.12 (m, 1H), 5.96 (e, 2H), 6.77 (d, 1H, 
J = 8.7 Hz), 6.82 (d, 1H, J = 8.4 Hz), 6.95 (dd, 1H, J = 1.8, 8.4 Hz), 7.29 (d, 1H, 
J = 1.8 Hz), 9.70 (s, 1H). 
1-65 

mp : 293-296 t (dec.) 
15 !H-NMR (DMSO-de) 5 ppm: 1.20-1.70 (m, 10H), 1.27 (s, 9H), 1.79-2.038 (m, 
4H), 2.18-2.33 (m, 1H), 2.98-3.30 (m, 5H), 6.79 (d, 1H, J = 9.0 Hz), 6.97 (d, 2H, 
J = 8.1 Hz), 7.43-7.57 (m, 4H), 7.62 (d, 2H, J = 8.1 Hz), 9.82 (s, 1H). 
1-66 
mp : >300 °C 

20 !H-NMR (DMSO-de) 6 ppm: 1.27 (s, 9H), 1.27-1.53 (m, 4H), 1.86-1.99 (m, 4H), 
2.22-2.34 (m, 1H), 2.39 (s, 3H), 3.00-3.14 (m, 1H), 6.25 (s, 1H), 6.79 (d, 1H, J = 
9.0 Hz), 7.47-7.50 (m, 1H), 7.69-7.76 (m, 1H), 10.27 (s, 1H). 
1-67 

mp : 248-249 °C 

25 !H-NMR (DMSO-de) 6 ppm: 1.20-1.54 (m, 4H), 1.27 (s, 9H), 1.77-1.90 (m, 2H), 
1.90-2.02 (m, 2H), 2.02 (s, 3H), 2.17-2.32 (m, 1H), 2.96-3.13 (m, 1H), 6.78 (d, 1H, 
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J = 8.7 Hz), 7.12-7.30 (m, 3H), 7.89 (a, 1H), 9.79 (b, 1H), 9.88 (a, 1H). 
1-68 
mp : >300 °C 

*H-NMR (DMSO-ds) 8 ppm: 1.20-1.54 (m, 4H), 1.27 (a, 9H), 1.77-1.89 (m, 2H), 
5 1.89-2.03 (m, 2H), 2.00 (s, 3H), 2.14-2.28 (m, 1H), 2.95-3.13 (m, 1H), 6.78 (d, 1H, 
J = 8.7 Hz), 7.40-7.54 (m, 4H), 9.72 (s, 1H) ( 9.83 (s, 1H). 
1-69 

mp : 199-201 °C 

1H-NMR (DMSO-ds) 8 ppm: 1.21-1.53 (m, 4H), 1.27 (a, 9H), 1.76-1.89 (m, 2H), 
10 1.89-2.02 (a, 2H), 2.13-2.30 (m, 1H), 2.85 (a, 6H), 2.94-3.14 (m, 1H), 6.40 (dd, 
1H, J = 2.4, 8.4 Hz), 6.78 (d, 1H, J = 8.7 Hz), 6.90 (d, 1H, J = 8.4 Hz), 7.05 (t, 2H, 
J = 8.4 Hz), 9.60 (a, 1H). 
1-70 
mp : 227-230 

15 iH-NMR (DMSO-ds) 8 ppm: 1.22-1.52 (m, 4H), 1.27 (s, 9H), 1.72-1.87 (m, 2H), 

1.87- 2.01 (m, 2H), 2.12-2.29 (m, 1H), 2.96-3.12 (m, 1H), 5.00 (s, 2H), 6.22 (d, 1H, 
J = 7.5 Hz), 6.66 (d/ 1H, J = 7.5 Hz), 6.78 (d, 1H, J = 9.0 Hz), 6.86 (d, 1H, J = 7.5 
Hz), 6.89-6.95 (m, 1H), 9.46 (s, 1H). 

1-71 
20 mp : 270-272 

1H-NMR (DMSO-de) 8 ppm: 1.22-1.52 (m, 4H), 1.26 (a, 9H), 1.73-1.86 (m, 2H), 

1.88- 2.00 (m, 2H), 2.08-2.22 (m, 1H), 2.95-3.11 (m, 1H), 4.80 (a, 2H), 6.47 (d, 2H, 
J = 8.4 Hz), 6.77 (d, 1H, J = 8.4 Hz), 7.20 (d, 2H, J = 8.4 Hz), 9.35 (a, 1H). 
1-72 

25 mp : 262-263 °C 

1H-NMR (CDC1 3 ) 8 ppm: 1.25 (d, 6H, J = 6.3 Hz), 1.17-1.42 (m, 2H), 1.40 (s, 
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9H), 1.60-1.78 (m, 2H), 1.98-2.43 (m, 7H), 3.20-3.43 (m, 3H), 3.67 (d, 1H, J = 9.6 
Hz), 3.74-3.86 (m, 2H), 6.86 (d, 2H, J = 9.0 Hz), 7.04 (s, 1H), 7.38 (d, 2H, J = 9.0 
Hz). 
1-73 
5 mp : 218-219 °C 

!H-NMR (CD 3 OD) 6 ppm: 1.36 (e, 9H), 1.36-1.69 (m, 4H), 1.45 (s, 9H), 1.88- 
2.02 (m, 3H), 2.06-2.30 (m, 4H), 3.05-3.44 (m, 3H), 3.46-3.56 (m, 1H), 4.16-4.26 
(m, 1H), 6.51 (d, 2H, J = 9.0 Hz), 7.30 (d, 2H, J = 8.7 Hz). 
1-74 

10 mp : 295-296 °C (dec.) 

!H-NMR (CD3OD) 6 ppm: 1.36 (s, 9H), 1.36-1.67 (m, 4H), 1.92-2.13 (m, 4H), 
2.26-2.40 (m, 2H), 2.62-2.75 (m, 1H), 3.16-3.25 (m, 1H), 3.58-3.98 (m, 4H), 
4.16-4.25 (m, 1H), 7.20-7.30 (m, 2H), 7.62 (d, 2H, J = 9.0 Hz). 
1-75 

15 mp : 250-251 t 

*H-NMR (DMSO-de) 6 ppm: 1.23-1.55 (m, 4H), 1.27 (s, 9H), 1.78-1.90 (m, 2H), 
1.90-2.02 (m, 2H), 2.15-2.28 (m, 1H), 2.98-3.14 (m, 1H), 3.06 (t, 2H, J = 8.4 Hz), 
3.87 (t, 2H, J = 8.4 Hz), 6.67 (dd, 1H, J = 1.5, 7.2 Hz), 6.80 (d, 1H, J = 8.4 Hz), 
6.94-7.05 (m, 2H), 7.12-7.19 (m, 1H), 7.16 (d, 2H, J = 9.3 Hz), 7.57 (d, 2H, J = 9.3 

20 Hz), 9.73 (s, 1H). 
1-76 

mp : 265-266 t 

*H-NMR (DMSO-ds) 6 ppm: 1.23-1.58 (m, 4H), 1.28 (s, 9H), 1.83-2.04 (m, 4H), 
2.20-2.36 (m, 1H), 2.97-3.16 (m, 1H), 6.67 (d, 1H, J = 3.0 Hz), 6.82 (d/lH, J = 8.4 
25 Hz), 7.07-7.22 (m, 2H), 7.47-7.53 (m, 1H), 7.50 (d, 2H, J = 9.0 Hz), 7.58 (d, 1H, 
J = 3.0 Hz), 7.64 (d, 1H, J = 7.5 Hz), 7.79 (d, 2H, J = 9.0 Hz), 10.02 (s, 1H). 
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1-77 
mp : 281 °C 

iH-NMR (DMSO-de) 6 ppm: 1.21-1.56 (m, 4H), 1.27 (s, 9H), 1.80-2.03 (m, 4H), 
2.18-2.31 (m, 1H), 2.97-3.14 (m, 1H), 6.51 (dd, 1H, J = 2.1, 2.7 Hz), 6.81 (d, 1H, 
5 J = 9.0 Hz), 7.67-7.78 (m, 5H), 8.41 (d, 1H, J = 2.1 Hz), 9.96 (s, 1H). 
1-78 

mp : >300 °C (dec.) 

iH-NMR (DMSO-de) 5 ppm: 1.27 (s, 9H), 1.27-1.52 (m, 4H), 1.74-2.04 (m, 7H), 
2.10-2.25 (m, 2H), 2.96-3.20 (m, 2H), 3.48-3.58 (m, 1H), 3.75-3.84 (m, 1H), 6.39 
10 (d, 2H, J = 8.4 Hz), 6.79 (d, 1H, J = 8.4 Hz), 7.02 (s, 1H), 7.30 (s, 1H), 7.36 (d, 2H, 
J = 8.1 Hz), 9.48 (8, 1H). 
1-79 

mp : 248-250 X: (dec.) 

iH-NMR (DMSO-de) 6 ppm: 1.27 (s, 9H), 1.27-1.54 (m, 4H), 1.85-1.99 (m, 4H), 
15 2.24-2.33 (m, 1H), 3.00-3.14 (m, 1H), 6.82 (d, 1H, J = 8.7 Hz), 7.77 (d, 2H, J = 8.4 
Hz), 8.07 (d, 2H, J = 8.4 Hz). 
1—80 
mp : >300 t 

IH-NMR (DMSO-de) 5 ppm: 1.22-1.58 (m, 4H), 1.27 (s, 9H), 1.80-2.03 (m, 4H), 
20 2.18-2.32 (m, 1H), 2.98-3.14 (m, 1H), 6.80 (d, 1H, J = 8.7 Hz), 7.35-7.50 (m, 2H), 
7.99 (s, 1H), 8.11 (8, 1H), 9.79 (s, 1H), 12.94 (s, 1H). 
1-81 

mp : 261-262 1 

iH-NMR (DMSO-de) 6 ppm: 1.21-1.57 (m, 4H), 1.27 (s, 9H), 1.78-2.02 (m, 4H), 
25 2.17-2.30 (m, 1H), 2.96-3.16 (m, 1H), 6.34 (s, 1H), 6.80 (d, 1H, J = 8.7 Hz), 
7.14-7.32 (m, 3H), 7.85 (s, 1H), 9.58 (s, 1H), 10.95 (s, 1H). 
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1-82 

iH-NMR (CD CI 3) 5 ppm: 0.86 (s, 18H), 1.24-1.37 (m, 2H), 1.37 (s, 9H) ( 
1.56-1.74 (m, 2H), 1.95-2.19 (m, 5H), 3.18-3.32 (m, 1H), 3.44 (t, 4H, J = 6.3 Hz), 
3.70 (t, 4H, J = 6.3 Hz), 4.39 (d, 1H, J = 9.0 Hz), 6.59 (d, 2H, J = 9.0 Hz), 7.31 (d, 
5 2H, J = 8.7 Hz), 7.43 (s, 1H). 
1-83 

mp : 264-266 °C 

iH-NMR (DMSO-ds) 6 ppm: 1.27 (s, 9H), 1.27-1.52 (m, 4H), 1.78-1.88 (m, 2H), 
1.90-2.00 (m, 2H), 2.14-2.26 (m, 1H), 2.96-3.14 (m, 1H), 6.72-6.82 (m, 2H), 6.99 
10 (t, 4H, J = 7.8 Hz), 7.18 (t, 2H, J= 7.5 Hz), 7.46 (d, 2H, J = 9.0 Hz), 8.00 (s, 1H), 
9.65 (s, 1H). 
1-84 

mp : 257 °C (dec.) 

*H-NMR (DMSO-ds) 6 ppm: 1.23-1.57 (m, 4H), 1.27 (s, 9H), 1.83-2.03 (m, 4H), 
15 2.23-2.35 (m, 1H), 2.98-3.15 (m, 1H), 6.80 (d, 1H, J = 8.1 Hz), 7.87 (d, 2H, J = 9.0 
Hz), 8.34 (d, 2H, J = 9.0 Hz), 9.21 (s, 1H), 10.20 (s, 1H). 
1-85 

mp : 256-258 °C 

iH-NMR (DMSO-de) 8 ppm: 1.22-1.53 (m, 4H), 1.26 (s, 9H), 1.79-2.01 (m, 4H), 
20 2.25 (s, 3H), 2.28-2.42 (m, 1H), 2.97-3.02 (m, 1H), 6.71 (d, 1H, J = 0.9 Hz), 6.80 
(d, 1H, J = 8.1 Hz), 11.91 (a, 1H). 
1-86 

mp : 228-230 .°C 

*H-NMR (CD3OD) 6 ppm: 1.36 (s, 9H), 1.36-1.48 (m, 2H), 1.55-1.70 (m, 2H), 
25 1.87-1.98 (m, 2H), 2.08-2.17 (m, 2H), 2.20-2.32 (m, 1H), 3.15-3.27 (m, 1H), 3.50 
(t, 4H, J = 5.7 Hz), 3.69 (t, 4H, J = 5.7 Hz), 6.72 (d, 2H, J = 9.0 Hz), 7.29-7.33 (m, 
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2H). 
1-87 

mp : 183-184 °C 

*H-NMR (DMSO-cU) 6 ppm: 1.27 (s, 9H), 1.27-1.48 (m, 4H), 1.73-1.89 (m, 4H), 
5 1.90-2.00 (m, 2H), 2.16-2.28 (m, 1H), 2.28 (t, 2H, J= 7.5 Hz), 2.51-2.54 (m, 2H), 
2.97-3.13 (m, 1H), 3.58 (s, 3H), 6.79 (d, 1H, J = 8.7 Hz), 7.08 (d, 2H, J = 8.7 Hz), 
7.49 (d, 2H, J = 8.4 Hz), 9.73 (s, 1H). 
1-88 

mp : 217-218 °C 

10 !H-NMR (CD 3 OD) 5 ppm: 1.36 (s, 9H), 1.36-1.46 (m, 2H), 1.55-1.69 (m, 2H), 
1.83-2.00 (m, 4H), 2.07-2.18 (m, 2H), 2.26-2.36 (m, 3H), 2.61 (t, 2H, J = 7.5 Hz), 
3.14-3.26 (m, 1H), 7.13 (d, 2H, J = 8.1 Hz), 7.44 (d, 2H, J = 8.1 Hz). 
1-89 

J H-NMR (CDCI3) 5 ppm: 0.08 (d, 6H, J = 3.3 Hz), 0.88(s, 9H), 1.21-1.36 (m, 
15 2H), 1.39 (s, 9H), 1.61-1.74 (m, 2H), 1.88-2.23 (m, 6H), 3.06-3.11 (m, 1H), 
3.24-3.74 (m, 4H), 3.92 (d, 1H, J = 9.6 Hz), 4.48-4.56 (m, 1H), 6.47 (d, 2H, J = 9.0 
Hz), 7.17 (s, 1H), 7.32 (d, 2H, J = 9.0 Hz). 
1-90 

mp : amorphous 

20 *H-NMR (CD3OD) 6 ppm: 1.36 (s, 9H), 1.36-1.47 (m, 2H), 1.56-1.70 (m, 3H), 
1.88-2.30 (m, 6H), 3.05-3.49 (m, 5H), 4.50 (brs, 1H), 6.50 (d, 2H, J = 9.0 Hz), 
7.29 (d, 2H, J = 9.0 Hz). 
1-91 

mp : 105-106 °C 

25 *H-NMR (CDCI3) 5 ppm: 0.92(t, 3H, J = 7.3 Hz), 1.25-1.27(m, 2H), 1.36(d, 6H, 
J = 6.9 Hz), 1.51-1.59(m, 2H), 2.56(t, 2H, J =7.8 Hz), 3.27(sept, 1H, J = 6.9 Hz), 
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7.l2(d, 2H, J = 8.6 Hz), 7.32(t, 1H, J = 7.8 Hz), 7.45(brd, 1H, J = 7.8 Hz), 7.53(d, 
2H, J = 8.6 Hz), 7.58(d, 1H, J = 7.8 Hz), 7.71-7.72(m, 2H), 8.27(s, 1H). 
1-92 

mp : 163-164 t 

5 !H-NMR (CDC1 3 ) 5 ppm: 0.93(t, 3H, J = 7.3 Hz), 1.32-1. 39(m, 2H), 1.55- 
1.65(m, 2H), 1.87(8, 3H), 1.95(s, 3H), 2.60(t, 2H, J = 7.6 Hz), 7.07(d, 2H, J = 8.4 
Hz), 7.18(d, 2H, J = 8.5 Hz), 7.54(d, 2H, J = 8.5 Hz), 7.91(br 8 , 1H), 8.l8(d, 2H, 
J = 8.4 Hz), 8.77(8, 1H). 
1-93 
10 mp : 173 °C 

!H-NMR (CDCI3) 6 ppm; 0.93(t, 3H, J = 7.3 Hz), 1.32-1.40(m, 2H), 1.39(d, 6H, 
J = 6.9 Hz), 1.55-1.62(m, 2H), 2.60(t, 2H, J = 7.8 Hz), 3.13(sept, 1H, J = 6.9 Hz), 
4.39(d, 2H, J = 6.3 Hz), 4.45(t, 1H, J = 6.3 Hz), 7.18(d, 2H, J = 8.7 Hz), 7.46(d, 
2H, J = 8.7 Hz), 7.54 (d, 2H, J = 8.7 Hz), 7.80(s, 1H), 7.85(d, 2H, J = 8.7 Hz). 
15 1-94 

mp : 159-160 °C 

!H-NMR (CDCI3) 6 ppm: 0.93(t, 3H, J = 7.3 Hz), 1.32-1.39(m, 2H), 1.54- 
1.80(m, 2H), 1.79(b, 3H), 1.80(s, 3H), 2.60t, 2H, J = 7.7 Hz), 3.18(s, 3H), 7.l8(d, 
2H, J = 8.5 Hz), 7.30(d, 2H, J = 8.8 Hz), 7.52(d, 2H, J = 8.5 Hz), 7.70(brs, 1H), 
20 7.84(d, 2H, J = 8.8 Hz), 8.77(s, 1H). 
1-95 

mp : 177-178 °C 

!H-NMR (CDCI3) 6 ppm: 0.94(t, 3H, J = 7.2Hz), 1.31-1.48(m, 8H), 1.54- 
1.66(m, 2H), 2.55(s, 3H), 2.62(t, 2H, J = 7.6Hz), 3.92(sept, 1H, J = 6.6Hz), 
25 7.20(d, 2H, J = 8.45Hz), 7.74(d, 2H, J = 8.5Hz), 9.0l(brs, 1H), 9.17(8, 1H). 
1-96 
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mp : 220-223 °C 

1 H-NMR (CDCI3) 6 ppm:0.93(t, 3H, J = 7.3Hz), 1.28-1.42(m, 2H), 1.50(d, 6H, 
J = 6.8Hz), 1.54-1.65(m, 2H), 2.62(t, 2H, J = 7.6Hz), 4.08(sept, 1H, J = 7.1Hz), 
7.20(d, 2H, J = 8.5Hz), 7.48(d, 2H, J = 8.5Hz), 7.71(brs, 1H), 8.51(brs, 1H), 
5 8.95(8, 1H). 
1-97 

mp : 195-197 °C 

1 H-NMR (CDCI3) 8 ppm: 0.91(t, 3H, J = 7.6Hz), 0.94(t, 3H, J = 7.3Hz), 
1.32-1.44(m, 6H), 1.54-1.64(m, 2H), 1.66-1.78(m, 2H), 2.62(t, 2H, J = 7.7Hz), 
10 2.86(brs, 2H), 3.98(sept, 1H, J = 7.1Hz), 7.19(d, 2H, J = 8.5Hz), 7.63(d, 2H, J = 
8.4Hz), 8.72(brs, 1H), 8.81(brs, 1H). 
1-98 

mp : 216-218 t 

!H-NMR (CDCI3+CD3OD) 5 ppm: 0.93(t, 3H, J = 7.4Hz), 1.29-1. 40(m, 2H), 
15 1.43(d, 2H, J = 6.9Hz), 1.51-1.63(m, 2H), 2.60(t, 2H, J = 7.8Hz), 3.65(sept, 1H, 
J = G.9Hz), 7. 18(d, 2H, J = 8.5Hz), 7.22(d, 1H, J = 8.8Hz), 7.55(d, 2H, J = 8.5Hz), 
8.18(dd. 1H, J = 8.8, 2.4Hz), 8.63(d, 1H, J = 2.4Hz). 
1-99 

mp : 201-202 °C 

20 1 H-NMR (CDCI3) 6 ppm:0.93(t, 3H, J = 7.3Hz), 1.22-1. 40(m, 2H), 1.49(d, 2H, 
J = 7.1Hz), 1.51-1.63(m, 2H), 2.59(t, 2H, J = 7.7Hz), 4.22(sept, 1H, J = 7.1Hz), 
7.16(d, 2H, J = 8.4Hz), 7.41(br 8 , 1H), 7.52(d, 2H, J = 8.4Hz), 8.10(brs, 1H), 
8.13(d, 1H, J = 2.2Hz), 8.61(brs, 1H). 
I - 1 0 0 

25 mp : 160-162 t 

!H-NMR (CDCI3) 6 ppm: 0.93(t, 3H, J = 7.3Hz), 1.22-1.42(m, 2H), 1.45(d, 2H, 
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J = 6.9Hz), 1.51-1.63(m, 2H), 2.6l(t, 2H, J = 7.8Hz), 3.37(sept, 1H, J = 6.9Hz), 
6.89(brs, 1H), 7.19(d, 2H, J = 8.4Hz), 7.65(d, 2H, J = 8.4Hz), 7.80(dd, 1H, J = 8.4, 
2.4Hz), 8.27(d, 1H, J = 8.4Hz), 8.45(d, 1H, J = 2.4Hz), 9.75(brs, 1H). 
I — 1 0 1 , 1-214 
5 mp : 192-194 °C 

!H-NMR (CDC1 3 ) S ppm:0.93(t, 3H, J = 7.3Hz), 1.27-1. 41(m, 2H), 1.35(s, 9H), 
1.50-1.66(m, 2H), 2.60(t, 2H, J = 7.6Hz), 5.58(brs, 1H), 7.07(d, 2H, J = 8.5Hz), 
7.17(d, 2H, J = 8.5Hz), 7.52(d, 2H, J = 8.5Hz), 7.71(bra, 1H), 7.79(d, 2H, J = 
8.5Hz). 
10 1-10 2 

mp : 216-217 t 

iH-NMR (CDCI3) 5 ppm:0.93(t, 3H, J = 7.3Hz), 1.26-1.42(m, 2H), 1.46(s, 9H), 
1.70-1.83(m, 2H), 2.60(t, 2H, J = 7.7Hz), 6.42(brs, 1H), 7.18(d, 2H, J = 8.5Hz), 
7.35(d, 2H, J = 8.5Hz), 7.51(d, 2H, J = 8.5Hz), 7.68(brs, 1H), 7.82(d, 2H, J = 
15 8.5Hz). 

1-10 3 

!H-NMR (CDC1 3 ) 5 ppm: 0;91(t, 3H, J = 7.3 Hz), 1.28-1. 36(m, 2H), 1.32(d, 6H, 
J = 6.9 Hz), 1.49-1. 59(m, 2H), 2.54(t, 2H, J = 7.7 Hz), 3.23(sept, 1H, J = 6.9 Hz), 
3.46(8, 3H), 6.76(brs, 1H), 6.91(d, 2H, J = 8.2 Hz), 6.99(d, 2H, J = 8.8 Hz), 7.03(d, 
20 2H, J = 8.2 Hz), 7.25(d, 2H, J = 8.8 Hz). 
1-10 4 
mp : 182-183 °C 

1 H-NMR (CD CI 3) 6 ppm:0.93(t, 3H, J = 7.3Hz), 1.28-1.40(m, 2H), 1.51- 
1.63(m, 2H), 1.64-1. 88(m, 4H), 1.90-2.23(m, 4H), 2.60(t, 2H, J = 7.6Hz), 3.39(m, 
25 1H), 6.16(brB, 1H), 7.07(d, 2H, J = 8.5Hz), 7.16(d, 2H, J = 8.5Hz), 7.52(d, 2H, J 
= 8.5Hz), 7.74(brs, 1H), 7.77(d, 2H, J = 8.5Hz). 

184 



Copied from 1007234b on 11/30/2004 



WO 01/37826 



PCT/JPOO/08197 



1-10 5 
mp : 190-191 t 

1 H-NMR (CDCI3) 6 ppm:0.93(t, 3H, J = 7.3Hz), 1.28-1.41(m, 2H), 1.52- 
1.69(m, 4H), 1.75-1.90(m, 2H), 1.92-2.07(m, 4H), 2.58(t, 2H, J = 7.6Hz), 3.59(m, 
5 1H), 6.53(brs, 1H), 7.18(d, 2H, J = 8.5Hz), 7.31(d, 2H, J = 8.5Hz), 7.52(d, 2H, J 
= 8.5Hz), 7.67(brs, 1H), 7.84(d, 2H, J = 8.5Hz). 
1-10 6 
mp : 194-197 °C 

!H-NMR (CDCI3) 6 ppm:0.93(t, 3H, J = 7.3Hz), 1.22-1.41(m, 2H), 1.53- 
10 1.65(m, 2H), 1.90(s, 6H), 2.60(t, 2H, J = 7.8Hz), 6.86<brs, 1H), 7.18(d, 2H, J = 
8.5Hz), 7.43(d, 2H, J = 8.5Hz), 7.51(d, 2H, J = 8.5Hz), 7.71(brs, 1H), 7.84(d, 2H, 
J = 8.5Hz). 
1-10 7 
mp : 211-212 °C 

15 *H-NMR (CDCI3) 6 ppm:0.93(t, 3H, J = 7.3Hz), 1.24-1. 40(m. 2H), 1.50- 
1.62(m, 2H), 2.60(t, 2H, J = 7.6Hz), 6.19(brs, 1H), 7.17(d, 2H, J = 8.5Hz), 7.18(d, 
2H, J = 8.5Hz), 7.61(d, 2H, J = 8.5Hz), 7.66(brs, 1H), 7.86(d, 2H, J = 8.5Hz). 
1-10 8 
mp : 298-300 °C 

20 1H-NMR (DMSO-d6) 6 ppm: 0.90(t, 3H, J = 7.3Hz), 1.22-1.39(m, 2H), 1.48- 
1.60(m, 2H), 2.54(t, 2H, J = 7.3Hz), 7.04(d, 2H, J = 8.8Hz), 7.12(d, 2H, J = 
8.5Hz), 7.64(d, 2H, J = 8.5Hz), 7.69(d, 2H, J = 8.8Hz), 9.80(s, 1H). 
1-10 9 
mp : 122-123 °C 

25 !H-NMR (CDCI3) 5 ppm:0.90(t, 3H, J = 7.4Hz), 0.97(t, 3H, J = 7.7Hz), 
1.26-1.38(m, 2H), 1.30(s, 6H), 1.50-1.66(m, 4H), 1.72-1.83(m, 4H), 2.34(t, 2H, J 
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= 7.1Hz), 2.55(t, 2H, J = 7.6Hz), 3.19(q, lH, J = 6.0Hz), 4.60(br 8 , 1H), 7.08(d, 
2H, J = 8.5Hz), 7.42(d, 2H, J = 8.5Hz), 7.85(s, 1H). 
I - 1 1 0 
mp : 109-110 °C 

5 1H-NMR (CDC1 3 ) 5 ppm:0.91(t, 3H, J = 7.4Hz), 1.10(d, 6H, J = 6.7Hz), 
1.29-1.38(m, 2H), 1.55(s, 9H), 1.60-1.70(m, 2H), 1.78-1.89(m, 2H), 2.26(m, 1H), 
2.39(t, 2H, J = 7.0Hz), 2.57(t, 2H, J = 7.7Hz), 2.90(d, 2H, J = 6.6Hz), 3.16(brs, 
1H), 4.24(brs, 1H), 7.12(d, 2H, J = 8.5Hz), 7.40(d, 2H, J = 8.5Hz). 
I - 1 1 1 
10 mp : 64-65 *C 

*H-NMR (CDC1 3 ) 6 ppm:0.91(t, 3H, J = 7.3Hz), 1.02(t, 3H, J = 7.5Hz), 1.35(d, 
3H, J = 6.7Hz), 1.26-1. 38(m, 2H), 1.48-1.69(m, 5H), 1.76-1.87(m, 2H), 2.04(m, 
1H), 2.38(t, 2H, J= 7.3Hz), 2.56(t, 2H, J = 7.6Hz), 2.91(m, 1H), 3.16(brs, 2H), 
4.42(brs, 1H), 7.11(d, 2H, J = 8.5Hz), 7.42(d, 2H, J = 8.5Hz), 7.47(brs, 1H). 
15 1-112 

mp : 79-80 °C 

!H-NMR (CDCI3) 6 ppm:1.36(8, 9H), 1.52-l,62(m, 2H), 1.67-1. 76(m, 2H), 
2.22(t, 2H, J = 7.4Hz), 3.16(q, 2H, J = 6.3Hz), 3.78(s, 3H), 4.33(d, 2H, J=5.4Hz), 
4.62(brs, 1H), 6.20(bre, 1H), 6.85(d, 2H, J = 8.8Hz), 7.19(d, 2H, J = 8.8Hz). 
20 1-113 

mp : 125-126 °C 

iH-NMR (CDCI3) 5 ppm:1.38(s, 9H), 1.62-1.70(m, 2H), 1.76-1. 88(m, 2H), 
2.46(t, 2H, J = 7.4Hz), 3.22(q, 2H, J = 6.1Hz), 4.22(t, 1H, J = 6.lHz), 7.24(dd, lH, 
J = 8.9, 2.3Hz), 7.36(d, 1H, J = 2.3Hz), 7.65(brs, lH), 8.29(d, lH, J = 8.9Hz). 
25 1-114 
mp : 89-91 °C 
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!H-NMR (CDCI3) 8 ppm:0.92 (t, 3H, J = 7.0Hz), 1.06 (d, 6H, J = 7.0Hz), 1.36 
(m ,1H), 1.50-1.72 (m ,5H), 1.94-2.06 (m, 2H), 2.26 (m, 1H), 2.60 (t, 2H, J = 
7.7Hz), 2.84 (t, 2H, J = 7.7Hz), 2.93 (d, 2H, J = 6.3Hz), 3.20 (t, 2H, J = 6.6Hz), 
4.30 (brs, 1H), 7.19 (d, 2H, J = 8.5Hz), 7.63 (d, 2H, J = 8.5Hz), 9.15(brs, 1H). 
5 1-115 
mp : 94-95 °C 

!H-NMR (CD CI 3) 8 ppm.0.92 (t, 3H, J = 7.5Hz), 1.03 (t, 3H, J = 7.5Hz), 
1.23-1.40 (m ,5H), 1.42-1.65 (m, 6H), 1.75 (m, 1H), 2.02 (m, 1H), 2.24 (t, 2H, J = 
7.0Hz), 2.59 (t, 2H, J = 8.0Hz), 2.90 (m, 1H), 3.14 (q, 2H, J = 6.6Hz), 4.20 (m, 
10 1H), 4.40 (d, 2H, J = 5.4Hz), 5.70 (brs, 1H), 7.14 (d, 2H, J = 8.1Hz), 7.18(d, 2H, 
J = 8.1Hz). 
1-116 
mp : 89-91 °C 

!H-NMR (CDCI3) 6 ppm:0.97 (t, 3H, J = 7.3Hz), 1.02 (t, 3H, J = 7.5Hz), 1.35 
15 (d, 3H, J = 7.0Hz), 1.40-1.90 (m ,9H), 2.04 (m ,1H), 2.37 (t, 2H, J = 7.0Hz), 2.90 
(m, 1H), 3. 17 (q, 2H, J = 6.6Hz), 3.93 (t, 2H, J = 6.6Hz), 4.32 (m, 1H), 6.84 (d, 2H, 
J = 9.0Hz), 7.31 (bre, 1H), 7.40 (d, 2H, J = 9.0Hz). 
1-117 
mp : 110-111 t 

20 1 H-NMR (CDCI3) 5 ppm:1.02 (t, 3H, J = 7.5Hz), 1.34 (d, 3H, J = 6.6Hz), 
1.45-1.70 (m ,3H), 1.75-1.85 (m, 2H), 2.05 (m ,1H), 2.36 (t, 2H, J = 7.5Hz), 2.90 
(m, 1H), 3.16 (q, 2H, J = 6.6Hz), 3.78 (a, 3H), 4.50 (m, 1H), 6.84 (d, 2H, J = 
6.8Hz), 7.42 (d, 2H, J = 6.8Hz), 7.48 (brs, 1H). 
1-118 

25 mp : 113-115 t 

1 H-NMR (CDCI3) d ppm:0.92 (t, 3H, J = 7.0Hz), 1.20-1.34 (m ,1H), 1.37 (d, 
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6H, J = 7.0Hz), 1.48-1.70 (m, 3H), 2.43 (q, 2H, J = 6.6Hz), 2.58 <t, 2H, J = 7.7Hz), 
3.10-3.31 (m, 3H), 4.75 (m, 1H), 6.04 (d, 1H, J = 15.0Hz), 6.77 (dt, 1H, J = 7.7, 
15.0Hz), 7.14 (d, 2H, J = 8.4Hz), 7.55 (d, 2H, J = 8.4Hz), 7.85 (brs, 1H). 
1-119 
5 mp : 139-140 °C 

*H-NMR (CDC1 3 ) 8 ppm:1.19(s, 9H), 1.47(m, 2H), 1.61(m, 2H), 2.18(t, 2H, J 
= 7.6Hz), 3.03(q, 2H, J = 6.3Hz), 4.09(t, 1H, J = 5.9Hz), 6.85(brd, 1H, J = 8.0Hz), 
7.00(t, 1H, J = 8.0Hz), 7.16(brd, 1H, J = 8.0), 7.48(brs, 1H), 7.57(brs, 1H). 
1-12 0 
10 mp: 183t 

!H-NMR (CDCI3) 8 ppm:0.91(t, 3H, J = 7.3Hz), 1.20-1.58(m, 6H), 1.40(s, 9H), 
2.07(dd, 1H, J = 12.9, 3.1Hz), 2.52(t, 2H, J = 7.7Hz), 2.95(dd, 2H, J = 11.5, 
2.5Hz), 3.46(m, 1H), 3.88-4.07(m, 3H), 6.47(s, 1H), 7.08(d, 2H, J = 8.5Hz), 
7.22(d, 2H, J = 8.5Hz). 
15 1-12 1 

mp : 163-166 t 

*H-NMR (CDCI3) 8 ppm:0.91(t, 3H, J = 7.3Hz), 1.32-1.62(m, 6H), 1.45(s, 9H), 
1.95-2.07(m, 3H), 2.20(m, 1H), 2.46(td, 1H, J = 10.4, 3.7Hz), 2.37(t, 2H, J = 
7.6Hz), 3.43(brd, 2H, J = 10.4Hz), 4.80(s, 1H), 7.12(d, 2H, J = 8.4Hz), 7.14(8, 
20 1H), 7.39(d, 2H, J = 8.4Hz). 
1-12 2 
mp : 188- 189 ./C 

iH-NMR (CDCI3) 5 ppm:0.91 (t, 3H, J = 7.5Hz), 1.25-1.41 (m ,2H), 1.42 (s, 
9H), 1.50-1.62 (m ,2H), 1.78-1.95 (m ,4H), 2.00-2.20 (m ,6H), 2.57 (t, 2H, J = 
25 7.5Hz), 3.99 (brs, 1H), 7.10 (brs, 1H), 7.12 (d, 2H, J = 6.5Hz), 7.41 (d, 2H, J = 
6.5Hz). 
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1-12 3 
mp : 197-198 °C 

iH-NMR (CDC1 3 ) 6 ppm:0.91 (t, 3H, J = 7.5Hz), 1.24-1.40 (m ,2H), 1.39 (s, 
9H), 1.50-1.70 (m ,2H), 1.99 (brs ,12H), 2.56 (t, 2H, J = 7.5Hz), 3.47 (bra, 1H), 
5 7.10 (8, 1H), 7.11 (d, 2H, J = 8.5Hz), 7.38 (d, 2H, J = 8.5Hz). 
1-12 4 
mp : 258-260 

1 H-NMR (CDCI3) 5 ppm: 1.20-1.40 (m, 2H), 1.41 (s, 9H), 1.62-1.81 (m, 2H), 
2.03-2.35 (m, 5H), 2.37 (s, 3H), 2.71 (s, 3H), 3.32 (m, 1H), 3..64 (d, 1H, J = 
10 8.4Hz), 7.08 (brs, 1H), 7.24 (m, 1H), 7.33 (m, 2H), 7.60 (d, 1H, J = 8.1Hz), 7.77 
(s, 1H), 7.80 (d, 1H, J = 8.4Hz), 8.14 (m, 1H). 
1-12 5 
mp : 297-299 °C 

1H-NMR (DMSO-ds) 6 ppm: 1.27 (s, 9H), 1.28-1.56 (m, 4H), 1.80-2.01 (m, 4H), 
15 2.47 (m, 1H), 2.76 (brs, 1H), 3.05 (m, 2H), 6.78 (d, 1H, J = 9.0Hz), 7.23 (d, 1H, J 
= 9.0Hz), 7.46 (dd, 1H, J = 2.0, 9.0Hz), 8.03 (d, 1H, J = 2.0Hz). 
1-12 6 
mp : 198-199 

iH-NMR (CDCI3) 6 ppm:1.18-1.39 (m, 2H), 1.40 (s, 9H), 1.60-1.79 (m, 2H), 
20 1.98-2.35 (m, 5H), 3.30 (m, 1H), 3.67 (d, 1H, J = 9.6Hz), 5.89 (tt, 1H, J = 3.0, 
50.0Hz), 6.97 (d, 1H, J = 7.8Hz), 7.21 (s, 1H), 7.30-7.40 (m, 2H), 7.55 (s, 1H) 
1-12 7 
mp : 262-264 °C 

!H-NMR (CDCI3) 6 ppm: 1.20-1.39 (m, 2H), 1.41 (s, 9H), 1.60-1.80 (m, 2H), 
25 2.00-2.36 (m, 5H), 2.57 (s, 3H), 3.33 (m, 1H), 3. .62 (d, 1H, J = 8.7Hz), 7.28 (brs, 
1H), 7.62 (d, 2H, J = 8.7Hz), 7.94 (d, 2H, J = 8.7Hz). 
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1-12 8 
mp : 252-254 °C 

*H-NMR (CDC1 3 ) 8 ppm:l. 18-1.39 (m, 2H), 1.40 (s, 9H), 1.58-1.79 (m, 2H), 
1.99-2.30 (m, 5H), 2.46 (s, 3H), 3.32 (m, 1H), 3.. 64 (m, 1H), 7.11 (brs, 1H), 7.23 
5 (d, 2H, J = 9.0Hz), 7.44 (d, 2H, J = 9.0Hz). 
1-12 9 
mp : >300 °C 

iH-NMR (CDCI3+CD3OD) 8 ppm:1.30-1.45(m, 2H), 1.42(s, 9H), 1.70-1.88(m, 
2H), 2.10-2.37(m, 4H), 2.52(m, 1H), 3.34(m, 1H), 7.43-7.54(m, 3H), 7.82(d, 1H, J 
10 = 6.7Hz), 7.88(d, 1H, J = 8.5Hz), 7.98-8.07(m, 2H), 8.44(8, 1H), 8.46(s, 1H). 
1-13 0 
mp : 123-124 <C 

iH-NMR (CDCI3) 5 ppm:1.18-1.34(m, 2H), 1.40(s, 9H), 1.62-1. 75(m, 2H), 
2.00-2.28(m, 5H), 3.31(m, 1H), 3.61(d, 1H, J = 9.5Hz), 5.59(s, 1H), 7.17(s, 1H), 
15 7.30-7.37(m, 6H), 7.41(d, lH, J = 8.5Hz), 7.84(d, 1H, J = 2.1Hz). 
1-13 1 
mp ; 202-204 °C 

!H-NMR (CDCI3) 8 ppm:1.27-1.38(m, 2H), 1.38(s, 9H), 1.62-1.75(m, 2H), 
1.97-2.04(m, 2H), 2.18-2.27(m, 3H), 3.26(m, 1H), 3.81(s, 3H), 4.62(d, 1H, J = 
20 7.9Hz), 7.12(d, 1H, J = 7.8Hz), 7.40(t, 1H, J = 7.8Hz), 7.51(s, 3H), 7.61(d, 1H, J 
= 7.8Hz), 7.71(8, 1H), 8.21(brs, 1H). 
1-13 2. 
mp : 236-237 

iH-NMR (CDCI3) 5 ppm:1.23-1.43(m, 2H), 1.41(8, 9H), 1.66-1.80(m, 2H), 
25 2.08-2. 12(m, 2H), 2.23-2. 31(m, 3H), 3.34(m, 1H), 3.87(d, 1H, J = 9.5Hz), 4.02(s, 
3H), 7.30(td, 1H, J = 7.3, 1.1Hz), 7.36(8, lH), 7.39(td, 1H, J = 7.3, 1.5Hz), 
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7.53(brd, 1H, J = 7.3Hz), 7.84(brd, 1H, J = 7.3Hz), 8.05(s, 1H), 8.73(s, 1H). 
1-13 3 
mp : 198-200 *C 

iH-NMR (CDC1 3 ) 5 ppm:0.93(t, 3H, J = 7.3Hz), 0.97(t, 3H, J = 6.7Hz), 
5 1.18-1.81(m, 7H), 1.39(s, 9H), 1.98-2.05(m, 2H), 2.21-2.24(m, 3H), 3.29(m, 1H), 

4.00(dd, 1H, J = 10.7, 6.7Hz), 4.09(dd, 1H, J = 10.7, 6.1Hz), 4.27(d, 1H, J = 

9.8Hz), 6.37(d, 1H, J = 15.9Hz), 7.47(d, 2H, J = 8.5Hz), 7.59(d, 2H, J = 8.5Hz), 

7.62(d, 1H, J = 15.9Hz), 7.83(brs, 1H). 

1-13 4 
10 mp : 212-213 *C 

iH-NMR (CDCI3) 5 ppm:1.21-1.32(m, 2H), 1.39(s, 9H), 1.59-1.73(m, 2H), 

1.99-2.04(m, 2H), 2.10-2.26(m, 3H), 3.26(m, 1H), 3.72(d, 1H, J = 9.6Hz), 6.74(m, 

1H), 7.02(d, 2H, J = 7.4Hz), 7.11(t, 1H, J = 7.4Hz), 7.13-7.19(m, 2H), 7.22- 

7.26(m, 2H), 7.34(t, 2H, J = 7.4Hz). 
15 1-13 5 

mp : 294-296 °C 

1H-NMR (DMSO-de) 6 ppm;1.27 (s, 9H), 1.28-1.55 (m, 4H), 1.81-2.06 (m, 4H), 

2.26 (m, 1H), 2.98-3.20 (m, 2H), 6.78 (d, 1H, J = 9.0Hz), 7.31 (t, 1H, J = 7.5Hz), 
7.54-7.72 (m, 5H), 7.94 (brs, 1H). 

20 1-13 6 
mp : >300 t 

1H-NMR (DMSO-de) 6 ppm:1.28 (s, 9H), 1.29-1.59 (m, 4H), 1.81-2.02 (m, 4H), 

2.27 (m, 1H), 3.06 (m, 1H), 6.81 (d, 1H, J = 8.7Hz), 7.38 (t, 1H, J = 7.2Hz), 7.48 
(t, 2H, J = 7.2Hz), 7.62-7.81 (m, 10H), 9.93 (brs, 1H). 

25 1-13 7 

mp : 291-292 °C 
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!H-NMR (CDCI3) 5 ppm:1.25-1.39 (m, 2H), 1.41 (s, 9H), 1.61-1.80 (m, 2H), 
2.01-2.36 (m, 5H), 3.32 (m, 1H), 3.63 (d, 1H, J = 9.3Hz), 7.20 (brs, 1H), 7.53-7.74 
(m, 8H). 
1-13 8 
5 mp : 259-262 °C 

iH-NMR (CD3OD) 6 ppm:1.40 (s, 9H), 1.40-1.80 (m, 4H), 2.00-2.30 (m, 4H), 
2.45 (m, 1H), 3.00 (s, 3H), 3.15-3.30 (m, 2H), 7.90 (d, 1H, J = 8.4Hz), 8.12 (d, 1H, 
J = 9.0Hz), 8.39 (d, 1H, J = 9.0Hz), 8.72 (s, 1H), 8.92 (d, 1H, J = 8.4Hz), 10.4 (s, 
1H). 
10 1-13 9 

mp : 265-268 t 

1 H-NMR (CDCI3) 5 ppm:1.25-1.40(m, 2H), 1.40(s, 9H), 168-1.81(m, 2H), 
2.05-2. 10(m, 2H), 2.23-2. 37(m, 3H), 3.32(m, 1H), 4.27(d, 1H, J = 9.lHz), 7.53(t, 
1H, J = 7.9Hz), 7.63(td, 1H, J = 7.9, 1.4Hz), 7.77(d, 1H, J = 7.9Hz), 8.03(d, 1H, 
15 J = 7.9Hz), 8.37(brs, 1H), 8.85-8.86(m, 2H). 
1-14 0 
mp : 258-260 °C 

!H-NMR (CDCI3) 5 ppm:1.20-1.40 (m, 2H), 1.41 (s, 9H), 1.52-1.85 (m, 2H), 
2.03-2.35 (m, 5H), 3.34 (m, 1H), 3.75 (m, 1H), 7.35-7.66 (m, 3H), 8.05 (d, 1H, J 
20 = 9.0Hz), 8.11 (d, 1H, J = 9.0Hz), 8.40 (brs, 1H), 8.83 (s, 1H). 
1-14 1 
mp : 205-206 °C 

!H-NMR (CDCI3) 6 ppm:1.20-1.37(m, 2H), 1.40(s, 9H), 1.43-1. 62(m, 2H), 
1.90-2.01(m, 2H), 2.02-2.23(m, 3H), 3.27(m, 1H), 3.63(d, 1H, J = 9.6Hz), 3.70(8, 
25 3H), 6.64(d, 1H, J = 8.8Hz), 7.28-7. 41(m, 5H), 7.45(brs, 1H), 8.26(d, 1H, J = 
8.8Hz). 
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1-14 2 
mp : 277-280 °C 

iH-NMR (CDCI3) 5 ppm:0.23-0.34(m, 2H), 1.34(s, 9H), 1.34-1.55(m, 5H), 
1.76-1.80(m, 2H), 2.97(m, 1H), 3.31(d, 1H, J = 9.6Hz), 7.18(s, 1H), 7.50-7.59(m, 
5 4H), 7.77(dd, 1H, J = 7.4, 1.0Hz), 7.91-7.98(m, 2H), 8.39(dd, 1H, J = 7.4, 1.9Hz). 
1-14 3 
mp : 202-203 

iH-NMR (CD CI 3) 6 ppm:1.23-1.40(m, 2H), 1.40(s, 9H), 1.57-1.71(m, 2H), 
2.05-2.l0(m, 2H), 2.18-2.28(m, 3H), 3.31(m, 1H), 3.91(s, 3H), 3.93(s, 3H), 4.05(d, 
10 1H, J = 9.5Hz), 8.15(8, 1H), 9.56(s, 1H). 
1-14 4 
mp : 177-178 

*H-NMR (CDCI3) 5 ppm:1.27-1.39(m, 2H), 1.40(s, 9H), 1.65-1.79(m, 2H), 
2.04-2.07(m, 2H), 2.12-2.34(m, 3H), 3.22(m, 1H), 3.93(d, 1H, J = 9.1Hz), 6.90- 
15 7.03(m, 3H), 7.25(m, 1H), 7.77(dd, 1H, J = 4.9, 1.7Hz), 7.81(brs, 1H), 8.72(dd, 
1H, J = 7.8, 1.5Hz). 
1-14 5 
mp : >300 °C 

IH-NMR (DMSO-de) 6 ppm:1.30(8 ( 9H), 1.44-1.70(m, 4H), 2.05-2.l9(m, 4H), 
20 2.73(m, 1H), 3.18(m, lH), 6.86(d, 1H, J = 8.8Hz), 7.62(t, 2H, J = 8.5Hz), 7.86(t, 
2H, J = 8.5Hz), 7.89(d ( 2H, J = 8.5Hz), 8.16(d, 2H, J = 8.5Hz). 
1-14 6 
mp : 240-242 

iH-NMR (DMSO-de) 6 ppm:1.26-1.53(m, 4H), 1.27(s, 9H), 1.74-1.83(m, 2H), 
25 1.90-1. 97(m, 2H), 2.26(m, 1H), 3.04(m, lH), 6.59(brs, lH), 6.74-6.79(m, 3H), 
7.74(s, 1H), 10.32(s, 1H), 12.80(s, lH). 
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1-14 7 
mp : 167-169 °C 

!H-NMR (CDC1 3 ) 5 ppm:1.05-1.28 (m, 2H), 1.38 (s, 9H), 1.47-1.70 (m, 2H), 
1.80-2.00 (m, 3H), 2.13-2.25 (m, 2H), 2.75 (t, 2H, J = 6.9Hz), 3.24 (m, 1H), 3.49 
5 (dt, 2H, J = 6.3, 6.9Hz), 3.58 (d, 1H, J = 8.7Hz), 3.87 (s, 6H), 5.40 (brs, 1H), 6.71 
(m, 2H), 6.82 (d, 1H, J = 8.7Hz). 
1-14 8 
mp : 171-172 t 

!H-NMR (CDCI3) 6 ppm: 1.16-1.38 (m, 2H), 1.39 (s, 9H), 1.50-1.79 (m, 4H), 
10 1.85-2.02 (m, 3H), 2.15-2.30 (m, 2H), 2.35-2.56 (m, 6H), 3.25 (m, 1H), 3.33 (q, 
2H, J = 6.0Hz), 3.63 (d, 1H, J = 9.0Hz), 3.72 (t, 4H, J = 4.6Hz), 6.77 (brs, 1H). 
1-14 9 

iH-NMR (CDCI3) S ppm:1.20-1.36 (m, 2H), 1.28 (t, 3H, J = 7.2Hz), 1.39 (s, 
9H), 1.45-1.70 (m, 2H), 1.85-2.30 (m, 7H), 2.43 (s, 3H), 3.05-3.42 (m, 3H), 
15 3.46-3.80 (m, 3H), 7.31 (d, 1H, J = 7.2Hz), 7.40-7.52 (m, 3H), 8.18 (brs, 1H). 
1-15 0 
mp : 203-204 t 

*H-NMR (CDCI3) 6 ppm:1.15-1.37 (m, 2H), 1.39 (s, 9H), 1.42-1.70 (m, 2H), 
1.85-2.29 (m, 5H), 2.76 (t, 2H, J = 6.0Hz), 3.26 (m, 1H), 3.49 (q, 2H, J = 6.0Hz), 
20 3.61 (m, 1H), 4.03 (s, 2H), 5.88 (brs, 1H), 7.15 (dd, 1H, J = 7.0, 8.8Hz), 7.30-7.35 
(m, 2H). 
1-15 1 
mp : 181-183 °C 

!H-NMR (CDCI3) 6 ppm:l.l5-1.30 (m, 2H), 1.39 (s, 9H), 1.45-1.64 (m, 2H), 
25 1.88-2.05 (m, 3H), 2.15-2.25 (m, 2H), 2.69 (t, 2H, J = 6.0Hz), 3.28 (m, 1H), 3.47 
(q, 2H, J = 6.0Hz), 3.58 (d, 1H, J = 9.9Hz), 3.87 (s, 2H), 5.83 (brs, 1H), 7.00 (m, 

194 



Copied from 1007234b on 11/30/2004 



WO 01/37826 



PCT/JPOO/08197 



1H), 7.20 (m, 2H). 
1-15 2 
mp : 222-224 °C 

1H-NMR (CDC1 3 ) 6 ppm:1.16-1.37 (m, 2H), 1.39 (s, 9H), 1.49-1.70 (m, 2H), 
5 1.90-2.25 (m, 5H), 3.26 (m, 1H), 3.36 (t, 2H, J = 6.4Hz), 3.66 (dt, 3H, J = 6.0, 
6.4Hz), 5.87 (t, 1H, J = 6.0Hz), 7.58 (s, 1H), 7.68 (dd, 1H, J = 7.0, 8.5Hz), 7.83 
(dd, 1H, J = 7.0, 8.5Hz), 8.19 (t, 2H, J = 8.5Hz). 
1-15 3 
mp : 207-209 °C 

10 !H-NMR (CDCI3) 6 ppm: 1.05-1.25 (m, 2H), 1.38 (s, 9H), 1.40-2.03 (m, 10H), 
2.05-2.25 (m, 2H), 2.58 (s, 3H), 2.76 (m, 1H), 3.05-3.35 (m, 2H), 3.97 (d, 1H, J = 
9.5Hz), 4.94 (t, 1H, J = 4.0Hz), 8.42 (d, 1H, J = 5.5Hz), 8.97 (d, 1H, J = 5.5Hz). 
1-15 4 
mp : 184-185 °C 

15 1H-NMR (CDCI3) 6 ppm:l. 05-1.25 (m, 2H), 1.37 (s, 9H), 1.50-1.69 (m, 2H), 
1.85-2.05 (m, 3H), 2.10-2.21 (m, 2H), 3.24 (m, 1H), 3.64 (m, 1H), 4.87 (s, 1H), 
4.88 (s, 1H), 5.67 (bra,- 1H), 7.42 (d, 2H, J = 5.5Hz), 7.52 (m, 2H), 7.78 (m, 1H), 
7.82 (m, 1H), 7.95 (d, 1H, J = 7.0Hz). 
1-15 5 

20 mp : 208-210 °C 

1H-NMR (DMSO-da) 6 ppm:1.26 (s, 9H), 1.27-1.50 (m, 4H), 1.75-2.00 (m, 4H), 
2.16 (m, 1H), 2.81 (s, 3H), 3.02 (m, 1H), 6.79 (d, 1H, J = 8.5Hz), 10.00 (s, 1H), 
10.66 (s; 1H). 
1-15 6 

25 mp : 256-257 °C 

iH-NMR (CDCI3) 6 ppm:1.20-1.39 (m, 2H), 1.41 (s, 9H), 1.60-1.81 (m, 2H), 
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2.01-2.35 (m, 5H), 2.69 (t, 2H, J = 6.0Hz), 3.11 (t, 2H, J = 6.0Hz), 3.30 (m, 1H), 
3.61 (d, 1H, J = 9.3Hz), 7.21 (d, 1H, J = 8 0Hz), 7.31 (s, 1H), 7.70 (d, 1H, J = 
8.0Hz), 7.99 (s, 1H). 
1-15 7 
5 mp : 269-271 °C 

1 H-NMR (CDC1 3 ) 5 ppm:1.20-1.45 (m, 2H), 1.41 (s, 9H), 1.70-1.90 (m, 2H), 
2.10-2.45 (m, 5H), 3.37 (m, 1H), 3.68 (m, 1H), 7.45 (dd, 1H, J = 4.0, 8.OH2), 7.53 
(bra, 1H), 7.72 (t, 1H, J = 8.0Hz), 7.83 (d, 1H, J = 8.0Hz), 8.02 (d, 1H, J = 8.0Hz), 
8.18 (d, 1H, J = 8.0Hz), 8.93 (d, 1H, J = 4.0Hz). 
10 1-15 8 

mp : 253-255 °C 

iH-NMR (CDCI3) 6 ppm:l. 20-1.40 (m, 2H), 1.42 (s, 9H), 1.60-1.90 (m, 2H), 
2.06-2.50 (m, 5H), 2.72 (s, 3H), 3.33 (m, 1H), 3.78 (d, 1H, J = 9.2Hz), 7.52 (t, 
1H, J = 7.0Hz), 7.62-7.80 (m, 2H), 7.94 (brs, 1H), 8.05 (d, 1H, J = 8.5Hz), 8.20 (s, 
15 1H). 

1-15 9 
mp : 253-255 °C 

!H-NMR (CDCI3) 6 ppm:1.20-1.39 (m, 2H), 1.40 (s, 9H), 1.60-1.80 (m, 2H), 
1.98-2.30 (m, 5H), 2.71 (s, 3H), 3.31 (m, 1H), 3.68 (d, 1H, J = 9.0Hz), 7.41 (brs, 
20 1H), 7.61 (d, 2H, J = 9.0Hz), 7.70 (d, 2H, J = 9.0Hz). 
1-16 0 
mp : 211-212 °C 

1H-NMR (CDCI3) 8 ppm.1.20-1.32 (m, 2H), 1.39 (t, 3H, J = 7.0Hz), 1.40 (s, 
9H), 1.55-1.79 (m, 2H), 1.98-2.35 (m, 5H), 3.31 (m, 1H), 3.65 (d, 1H, J = 9.5Hz), 
25 4.03 (q, 2H, J = 7.0Hz), 6.64 (d, 1H, J = 8.0Hz), 6.92 (d, 1H, J = 8.0Hz), 7.10 (s, 
1H), 7.19 (t, 1H, J = 8.0Hz), 7.30 (brs, 1H). 
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1-16 1 
mp : 202-203 °C 

!H-NMR (CDC1 3 ) 5 ppm:0.96 (t, 1H, J = 7.3Hz), 1.29-1.39 (m, 2H), 1.40 (s, 
9H), 1,41-1.58 (m, 2H), 1.60-1.80 (m, 4H), 1.98-2.31 (m, 5H), 3.31 (m, 1H), 3.66 
5 (d, 1H, J = 8.5Hz), 3.96 (t, 2H, J = 6.4Hz), 6.64 (d, 1H, J = 8.0Hz), 6.90 (d, 1H, 
J = 8.0Hz), 7.11 (s, 1H), 7.19 (t, 1H, J = 8.0Hz), 7.31 (bra, 1H). 
1-16 2 
mp : 177-180 °C 

iH-NMR (CDCI3) 8 ppm:1.18-1.38 (m, 2H), 1.39 (8, 9H), 1.59-1.78 (m, 2H), 
10 1.95-2.05 (m, 2H), 2.07-2.25 (m, 3H), 3.26 (m, 1H), 3.46 (s, 3H), 4.17 (d, 1H, J = 
9.5Hz), 5.15 (s, 2H), 6.77 (d, 1H, J = 8.0Hz), 7.10-7.23 (m, 2H), 7.34 (s, 1H), 7.58 
(s, 1H). 
1-16 3 
mp : 175-178 °C 

15 iH-NMR (DMSO-ds) 8 ppm: 1.27 (s, 9H), 1.28-1.50 (m, 4H), 1.78-2.00 (m, 4H), 
2.22 (m, 1H), 2.96-3.15 (m, 2H), 6.67 (m, 1H), 6.79 (d, lH, J = 8.5Hz), 7.18 (m, 
2H), 7.38 (s, 1H), 9.81 (s, 1H). 
1-16 4 
mp : 232-233 °C 

20 !H-NMR (CD CI 3) 8 ppm:0.97(t, 3H, J = 7.3Hz), 1.22-1.30(m, 2H), 1.40(s, 9H), 
1.44-1.51(m, 2H), 1.67-1.77(m, 4H), 2.02-2.24(m, 5H), 3.22(m, lH), 3.62(d, 1H, 
J = 9.6Hz), 4.25(t, 2H, J = 6.8Hz), 6.71(d, lH, J = 8.4Hz), 7.01(brs, lH), 7.91(dd, 
1H, J = 8.4, 3.3Hz), 8.08(d, 1H, J = 3.3Hz). 
1-16 5 

25 mp : 199-200 

IH-NMR (CDCI3) 8 ppm:0.96(t, 3H, J = 7.4Hz), 1.24-1.50(m, 4H), 1.40(s, 9H), 
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1.67.1.76(m, 3H), 2.03-2.08(m, 2H), 2.24-2.35(m, 3H), 3.29(m, 1H), 3.76(d, 1H, 
J = 9.1Hz), 3.91(t, 2H, J = 6.6Hz), 6.41(dd, 1H, J = 8.8, 2.5Hz), 6.55(d, 1H, J = 
2.5Hz), 6.82(d, 1H, J = 8.8Hz), 7.43(s, 1H), 8.95(s, 1H). 
1-16 6 
5 mp : 215-218 °C 

!H-NMR (CDC1 3 +CD 3 0D) 6 ppm:0.97(t, 3H, J = 7.4Hz), 1.24-1.40(m, 4H), 
1.39(8, 9H), 1.42-1.50(m, 2H), 1.54-1.72(m, 2H), 1.76-1.82(m, 2H), 1.91-2.00(m, 
2H), 2.06-2.22(m, 3H), 3.24(m, 1H), 4.00(t, 2H, J = 6.6Hz), 6.78(d, 1H, J = 
8.8Hz), 6.98(dd, 1H, J = 8.8, 2.5Hz), 7.09(d, lH, J = 8.8Hz). 
10 1-16 7 

mp : 212-213 °C 

1H-NMR (CDC1 3 ) 6 ppm:0.96(t, 3H, J = 7.5Hz), 1.26-1.34(m, 2H), 1.40(s, 9H), 
1.45-1. 50(m, 2H), 1.68-1.77(m, 4H), 2.03-2.08(m, 2H), 2.17(m, 1H), 2.26-2.29(m, 
2H), 3.29(m, 1H), 3.60(d, 1H, J = 9.0Hz), 4.25(t, 2H, J = 6.8Hz), 6.71(d, 1H, J = 
15 8.4Hz), 7.01(brs, 1H), 7.91(dd, 1H, J = 8.4, 3.3Hz), 8.08(d, 1H, J = 3.3Hz). 
1-16 8 
mp : 230-232 °C 

1H-NMR (CDCI3) 6 ppm:1.22-1.35(m, 2H), 1.40(s, 9H), 1.63-1.77(m, 2H), 
2.03-2.08(m, 2H), 2.15-2.29(m, 3H), 3.31(m, 1H), 3.63(d, 1H, J = 9.3Hz), 6.89(d, 
20 1H, J = 9.4Hz), 7.10(brd, 2H, J = 7.4Hz), 7.12(brs, 1H), 7.18(t, 1H, J = 7.4Hz), 
7.36(brt, 2H, J = 7.4Hz), 8.09-8.15(m, 2H). 
1-16 9 
mp : 159-160 

iH-NMR (CDCI3) 6 ppm:0.97(t, 3H, J = 7.3), 1.20-1.35(m, 2H), 1.40(s, 9H), 
25 1.37-1.49(m, 2H), 1.61-1.78(m, 4H), 2.05-2.08(m, 2H), 2.23-2.26(m, 2H), 2.36(s, 
3H), 2.97(brs, 1H), 3.32(m, 1H), 3.86(brs, 1H). 4.30(t, 2H, J = 6.5Hz), 6.25(s, 
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1H), 7.92(brs, 1H). 
1-17 0 
mp : 180-181 °C 

1H-NMR (CDC1 3 ) 5 p P m:0.88-0.89(m, 2H), 1.39(s, 9H), 1.42-1.60(m, 2H), 
5 1.86-1.90(m, 2H), 2.04-2.09(m, 2H), 2.42(s, 3H), 2.91(m, 1H), 3.20(m, 1H), 
3.63(d, 1H, J = 9.2Hz), 6.38(s, 1H), 7.15(m, 2H), 7.28(m, 1H), 7.46(m, 2H), 
7.84(br6, 1H). 
1-17 1 
mp : 173-174 °C 

10 !H-NMR (CDCI3) 6 ppm:0.98(t, 3H, J = 7.5Hz), 1.29-1.40(m, 2H), 1.40(8, 9H), 
1.55(m, 2H), 1.62-1.83(m, 4H), 2.09-2.12(m, 2H), 2.24-2.32(m, 3H), 3.32(m, 1H), 
3.63(d, 1H, J = 9.5Hz), 3.99(t, 2H, J = 6.4Hz), 7.22(dd, 1H, J = 9.4, 2.7Hz), 
7.66(d, 1H, J = 2.7Hz), 8.63(d, 1H, J = 9.4Hz), 10.17(s, 1H). 
1-17 2 

15 mp : 238-242 °C 

iH-NMR (CDCI3) 5 ppm:0.96(t, 3H, J = 7.3Hz), 1.23-1.52(m, 4H), 1.40(s, 9H), 
1.61-1.78(m, 4H), 2.05-2.28(m, 5H), 3.30(m, 1H), 3.66(d, 1H, J = 9.4Hz), 
3.84(brs, 2H), 3.90(t, 2H, J = 6.4Hz), 6.32-6.35(m, 2H), 6.96(brs, 1H), 6.97(d, 1H, 
J = 9.4Hz). 

20 1-17 3 
mp : 165-166 

iH-NMR (CD CI 3) 6 ppm:1.23-1.26(m, 2H), 1.40(s, 9H), 1.67-1. 72(m, 2H), 
2.01-2.06(m, 2H), 2.11-2.28(m, 3H), 3.31(m, 1H), 3.60(s, 2H), 3.69(s, 3H), 
4.02(brs, 1H), 7.01(d, 1H, J = 8.0Hz), 7.25(t, 1H, J = 8.0Hz), 7.43(d, 1H, J = 
25 8.0Hz), 7.49(brs, 1H), 7.51(brs, 1H). 
1-17 4 
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mp : 264-265 "C 

iH-NMR (CDCI3+CD3OD) 5 ppm: 1.26-1.29(m, 2H), 1.39(s, 9H), 1.62-1.69(m, 
2H), 1.96-2.00(m, 2H), 2.18-2.21(m, 3H), 3.25(m, 1H), 3.58(s, 2H), 7.01(d, 1H, J 
= 7.5Hz), 7.26(t, lH, J = 7.5Hz), 7.42(brs, 1H), 7.50(d, 1H, J = 7.5Hz). 
5 1-17 5 
mp : 90-94 °C 

!H-NMR (CDCI3) 6 ppm:1.16.1.23(m, 2H), 1.37(s, 9H), 1.44-1.56(m. 2H), 
1.73-1.85(m, 3H), 2.11-2.15(m, 2H), 3.57(t, 2H, J= 6.4Hz), 3.21(m, 1H), 3.58(m, 
2H), 3.84(d, 1H, J = 9.3Hz), 5.56(brs, 1H), 7.01(s, 1H), 7.11(t, 1H, J = 7.5Hz), 
10 7.21(t, 1H, J = 7.5Hz), 7.38(d, 1H, J = 7.5Hz), 7.59(d, 1H, J = 7.5Hz), 8.24(brs, 
1H). 

1-17 6 
mp : 116-118 *C 

iH-NMR (CDCI3) 5 ppm:l. 18-1.38 (m, 2H), 1.40 (s, 9H), 1.60-1.79 (m, 2H), 
15 1.95-2.30 (m, 5H), 3.30 (m, 1H), 3.69 (m, 1H), 3.80 (b, 3H), 4.64 ( 8 , 2H), 6.67 (d, 
1H, J = 8.0Hz), 7.00 (d, 1H, J = 8.5Hz), 7.15-7.24 (m, 2H), 7.32 (brs, lH). 
1-17 7 
mp : 219-220 °C 

iH-NMR (DMSO-de) 5 ppm: 1.27 (s, 9H), 1.28-1.50 (m, 4H), 1.75-2.01 (m, 
20 4H), 2.18-2.30 (m, 1H), 2.95-3.15 (m, 2H), 4.61 (s, 2H), 6.56 (m, 1H), 6.80 (d, lH, 
J = 8.5Hz), 7.16 (m, 2H), 7.28 (brs, lH), 9.87 (brs, lH). 
1-17 8 
mp : 170-173 t 

1H-NMR (CDCI3) 5 ppm:1.18-1.39 (m, 2H), 1.40 (s, 9H), 1.50-1.80 (m, 2H), 
25 1.90-2.33 (m, 5H), 2.36 (s, 6H), 2.75 (t, 2H, J = 5.5 Hz), 3.30 (m, lH), 3.70 (m, 
1H), 4.08 (t, 2H, J = 5.5Hz), 6.68 (d, lH, J = 8.0Hz), 6.94 (d, lH, J = 7.5Hz), 
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7.15-7.23 (m, 2H), 7.33 (brs, 1H). 
1-17 9 
mp : 191-193 °C 

!H-NMR (CD CI 3) 6 ppm:1.20-1.39 (m, 2H), 1.40 (s, 9H), 1.58-1.80 (m, 2H), 
5 1.98-2.32 (m, 5H), 3.30 (m, 1H), 3.70 (d, 1H, J = 9.5 Hz), 4.77 (s, 2H), 6.73 (d, 1H, 
J = 8.0Hz), 7.04 (d, 1H, J = 8.0Hz), 7.20-7.31 (m, 2H), 7.48 (brs, 1H). 
1-18 0 
mp : 174-176 

*H-NMR (CDCI3) 8 ppm:l. 10-1.30 (m, 2H), 1.40 (s, 9H), 1.45-1.65 (m, 2H), 
10 1.81-2.02 (m, 3H), 2.15-2.30 <m, 2H), 2.58 (t, 2H, J = 6.6Hz), 3.25 (m, 1H), 3.37 
(dt, 2H, J = 5.5, 6.5Hz), 3.60 (d, 1H, J = 9.5Hz), 3.71 (s, 2H), 5.73 (brs, 1H), 
7.20-7.40 (m, 5H). 
1-18 1 
mp : 176-178 °C 

15 iH-NMR (CDCI3) 5 ppm:1.15-1.30 (m, 2H), 1.39 (s, 9H), 1.45-1.70 (m, 6H), 
1.85-2.01 (m, 3H), 2.15-2.28 (m, 2H), 2.63 (t, 2H, J = 7.0Hz), 3.25 (dt, 2H, J = 6.0, 
7.0Hz), 3.27 (m, 1H), 3.63 (m, 1H), 5.35 (brs, 1H), 7.17 (m, 3H), 7.29 (m, 2H). 
1-18 2 
mp : 152-154 °C 

20 iH-NMR (CDCI3) S ppm: 1.15-1.30 (m, 2H), 1.39 (s, 9H), 1.45-1.65 (m, 2H), 
1.85-2.05 (m, 3H), 2.09-2.25 (m, 2H), 3.25 (m, 1H), 3.45 (dt, 2H, J = 5.0, 5.0Hz), 
3.55 (t, 2H, J = 5.0Hz), 3.60 (m, 1H), 4.51 (s, 2H), 5.81 (brs, 1H), 7.29-7.40 (m, 
5H). 

1-18 3 
25 mp : 208-211 °C 

1 H-NMR (CDCI3) 5 ppm: 1. 20-1. 31(m, 2H), 1.39(s, 9H), 1.62-1.68(m, 2H), 
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1.98-2.25(m, 5H), 3.30(m, 1H), 3.57(d, 1H, J = 9.2Hz), 4.59(d, 2H , J = 5.8Hz), 
5.76(brs, 1H), 7.37(dd, 1H, J = 8.4, 2.0Hz), 7.46-7.52(m, 2H), 7.69(brs, 1H), 
7.78-7.83(m, 3H). 
1-18 4 
5 mp : 180-182 °C 

!H-NMR (CDC1 3 ) 6 ppm:1.22-1.37(m, 2H), 1.40(s, 9H), 1.60-1.69(m, 2H), 
2.05-2.09(m, 2H), 2.21-2.27(m, 3H), 3.45(m, 1H), 3.64(d, 1H, J = 9.6Hz ), 4.77(d, 
2H, J = 4.9Hz), 7.43(d, 1H, J = 8.6Hz), 7.46(brs, 1H), 7.61(t, 1H, J =7.7Hz), 
7.73(t, 1H, J = 7.7Hz), 7.87(t, 1H, J = 7.7Hz), 8.20(t, 1H, J = 7.7Hz), 8.24(d, 1H, 
10 J = 8.6Hz). 
1-18 5 
mp : 260-261 

iH-NMR (CDCI3) 6 ppm:1.22-1.32(m, 2H), 1.39(s, 9H), 1.60-1.70(m, 2H), 
1.97-2.01(m, 2H), 2.11(m, 1H), 2.21-2.24(m, 2H), 3.30(m, 1H), 3.61(d, 1H, J = 
15 9.3Hz),4.95(d, 2H, J = 6.0Hz), 5.85(brs, 1H), 7.33(d, 1H, J = 4.8Hz), 7.62(dd, 1H, 
J = 8.4, 6.9Hz), 7.75(dd, 1H, J = 8.1, 6.9Hz), 8.00(d, 1H, J = 8.1Hz), 8.20(d, 1H, 
J = 8.4Hz), 8.42(d, 1H, J = 4.8Hz). 
1-18 6 
mp : 231-233 °C 

20 1H-NMR (CDCI3) 6 ppm:1.23-1.40(m, 2H), 1.40(s, 9H), 1.62-1. 76(m, 2H), 
2.04-2. 10(m, 2H), 2.22-2.32(m, 3H), 3.30(m, 1H), 3.95(d, 1H, J = 9.3Hz), 5.04(d, 
2H, J = 4.1Hz), 7.61(d, 1H, J = 5.8Hz), 7.63(brs, 1H), 7.65(dd, 1H, J = 8.2, 
6.9Hz), 7.73(dd, 1H, J = 8.5, 6.9Hz), 7.86(d, 1H, J = 8.2Hz), 8.10(d, 1H, J = 
8.5Hz), 8.42(d, 1H, J = 5.8Hz). 

25 1-18 7 

mp : 184-187 °C 
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lH-NMR(CDCl 3 ) 5 ppm:0.97(t, 3H, J = 7.3 Hz), 1. 18-1. 30(m, 2H), 1.39(s, 9H), 
1.42-1.65(m, 4H), 1.70-1.80(m, 2H), 1.94-2.08(m, 3H), 2.18-2.26(m, 2H), 3.29(m, 
1H), 3.61(d, 1H, J = 9.5Hz), 3.93(t, 2H, J = 6.4Hz), 4.39(d, 2H, J = 5.5Hz), 
5.67(brs, 1H), 6.79-6.83(m, 3H), 7.23(t, 1H, J = 7.6Hz). 
5 1-18 8 

mp : 224-226 "C 

iH-NMR (CDC1 3 ) 6 ppm:.16-1.31(m, 2H), 1.38(s, 9H), 1.55-1.70(m, 2H), 
1.92-2.07(m, 3H), 2.17-2.23(m, 2H), 3.21(m, 1H), 3.81(s, 3H), 3.83(s, 6H), 4.05(d, 
1H, J = 9.8Hz), 4.34(d, 2H, J = 5.8Hz), 5.96(brs, 1H), 6.47(s, 2H). 
10 1-18 9 

mp : 217-218 °C 

1H-NMR (CDCI3) 6 ppm:1.15-1.30(m, 2H), 1.37(s, 9H), 1.52-1.66(m, 2H), 
1.90.2.06(m, 3H), 2.13-2. 20(m, 2H), 2.93(s, 6H), 3.24(m. 1H), 3.94(d, 1H, J = 
9.5Hz), 4.30(d, 2H, J = 5.5Hz), 5.73(brs, 1H), 6.69(d, 2H, J = 8.9Hz), 7.12(d, 2H, 
15 J = 8.9Hz). 
1-19 0 

mp : amorphous solid 

1H-NMR (CDC1 3 ) 6 ppm:1.17-1.32(m, 2H), 1.39(s, 9H), 1.54-1.72(m, 2H), 
1.96-2. 13(m, 3H), 2.18-2.27(m, 2H), 3.30(m, 1H), 3.63(d, 1H, J = 9.2Hz), 4.51(d, 
20 2H, J = 5.8Hz), 5.82(brs, 1H), 7.40(d, 2H, J = 8.5Hz), 8.02(d, 2H, J = 8.5Hz), 
8.64(8, 1H). 
1-19 1 
mp : 126-128 °C 

1H-NMR (CDCI3) 8 ppm:0.97(t, 3H, J = 7.4 Hz), 1.10-1.28(m, 2H), 1.36(s, 9H), 
25 1.42-1.86(m, 9H), 2.06-2.18(m, 2H), 3.22(m, 1H), 3.95(t, 2H, J = 4.5Hz), 
4.l6(brs, 1H), 4.85(s, 2H), 6.82-6.95(m, 3H), 7.26(t, 1H, J = 7.8Hz), 8.54(brs, 
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1H). 

1-19 2 
mp : 178-181 °C 

!H-NMR (CDC1 3 ) 5 ppm:0.96(t, 3H, J = 7.3 Hz), 1.18-1.52(m, 4H), 1.39(s, 9H), 
5 1.58-1.76(m, 4H), 1.92-2.00(m, 2H), 2.02-2.29(m, 3H), 3.28(m, 1H), 3.78(d, 1H, 
J = 9.5Hz), 3.89(t, 2H, J = 6.6Hz), 6.00(brs, 1H), 6.78(s, 4H), 7.35(bra, 1H). 
1-19 3 
mp : 187-188 °C 

!H-NMR (CDC1 3 +CD 3 0D) 8 ppm:1.21-1.40(m, 2H), 1.38(s, 9H), 1.52.1.69(m, 
10 2H), 1.90.2.00(m, 2H), 2.02-2.20(m, 3H), 3.22(m, 1H), 3.75(s, 3H), 6.79(s, 4H). 
1-19 4 
mp : 251-253 °C 

iH-NMR (DMSO-ds) 5 ppm:1.27(s, 9H), 1.24-1. 50(m, 4H), 1.72-1.83(m, 2H), 
1.91-1.99(m, 2H), 2.16(m, 1H), 3.02(m, 1H), 3.82(s, 3H), 6.79(d, 1H, J = 8.2Hz), 
15 7.01(d, 2H, J = 8.8Hz), 7.85(d, 2H, J = 8.8Hz), 9.72(brs, 1H), 8.64(brs, 1H). 
1-19 5 
mp : 183-185 °C 

!H-NMR (CDCI3) 8 ppm:1.22-1.37(m, 2H), 1.40<s, 9H), 1.58-1.75(m, 2H), 
2.05-2.10(m, 2H), 2.20-2.30(m, 3H), 3.32(m, 1H), 3.70(s, 2H), 3.73(s, 3H), 6.79(s, 
20 1H), 8.83(brs, 1H). 
1-19 6 
mp : 185-187 t 

iH-NMR (CDCI3) 5 ppm: 1.20-1.39 <m, 2H), 1.40 (s, 9H), 1.44 (t, 6H, J = 7.0 
Hz), 1.60-1.80 (m, 2H), 1.95-2.35 (m, 5H), 3.30 (m, 1H), 3.62 (d, 1H, J = 8.9 Hz), 
25 4.06 (q, 2H, J = 7.0 Hz), 4.09 (q, 2H, J = 7.0 Hz), 6.08 (s, 1H), 7.02 (s, 1H), 7.36 
(s, 1H). 
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mp : 211-213 <C 

!H-NMR (CDCI3) 5 ppm:l. 20-1.40 (m, 2H), 1.41 (s, 9H), 1.60-1.80 (m, 2H), 
2.00-2.36 (m, 5H), 2.61 (s, 3H), 3.32 (m, 1H), 3.64 (d, 1H, J = 9.2 Hz), 7.28 (s, 
1H), 7.43 (t, 1H, J = 7.5 Hz), 7.69 (d, 1H, J = 7.5 Hz), 7.85 (d, 1H, J = 7.5 Hz), 
8.02 (8, 1H). 
1-19 8 
mp : 268-269 °C 

1H-NMR (CDCI3) 5 ppm: 1.20-1.39 (m, 2H), 1.40 (s, 9H), 1.42-2.32 (m, 7H), 
2.90-3.10 (m, 4H), 3.30 (m, 1H), 3.68 (d, 1H, J = 8.8 Hz), 6.59 (s, 1H), 7.18 (d, 1H, 



J = * 


5.7 Hz), 


7.59 (d, 1H, J = 8. 


I - 


19 9 


mp : 


221-224 °C 


I - 


2 0 0 


mp : 


237-240 °C 


I - 


2 0 1 


mp : 


87-90 °C 


I - 


2 0 2 


mp : 


222-223T: 


I - 


2 0 3 


mp : 


255-257 °C 


I - 


2 0 4 


mp : 


234-236 


I - 


2 0 5 


mp ; 


208-210 °C 


I - 


2 0 6 


mp : 


217-218 °C 


I - 


2 0 7 


mp : 


: 275-279 °C 


I - 


2 0 8 
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; 248-250 °C 


I - 


2 0 9 


mp 


; 256-258 °C 
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mp 
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1-214 mp : 206-207 °C 

^•NMR^DCls) 6 ppm:0.93(t, 3H, J = 7.4 Hz), 1.30-1.42(m, 2H), 1.49(d, 6H, 
J = 6.9 Hz), 1.53-1.65(m, 2H), 2.61(t, 2H, J = 7.7 Hz), 4.15(sept, 1H, J = 6.9 Hz), 
7.04(d, 1H, J = 8.2 Hz), 7.20(d, 2H, J = 8.2 Hz), 7.51(d, 2H, J = 8.2 Hz), 7.89(d, 
5 1H, J = 8.8 Hz), 8.18(s, 1H), 10.55(8, 1H). 
1-215 

iH-NMR (CDC1 3 ) 8 ppm:0.93(t, 3H, J = 7.3Hz), 1.30-1.41(m, 2H), 1.52- 
1.63(m, 2H), 1.95(8, 6H), 2.61(t, 2H, J = 7.8Hz), 6.99(brs, 1H), 7.20(d, 2H, J = 
8.5Hz), 7.65(d, 2H, J = 8.5Hz), 7.93(dd, 1H, J = 8.5, 2.5Hz), 8.28(d, 1H, J = 
10 8.5Hz), 8.55(d, 1H, J = 2.5Hz), 9.76(brs, 1H). 
I a — 1 

mp 221-224 °C 

!H-NMR (CDCI3) 6 ppm: 1.19-1.38 (m, 2H), 1.40 (s, 9H), 1.62-1.77 (m, 2H), 
2.00-2.31 (m, 5H), 3.18 (t, 4H, J = 4.8 Hz), 3.21-3.38 (m, lH), 3.85 (t, 4H, J = 4.8 
15 Hz), 6.64-6.32 (m, 2H), 7.11 (s, 1H), 7.20 (t, 1H, J = 7.8 Hz), 7.45 (s, 1H). 
I a - 3 
mp 87-90 °C 

iH-NMR (CDCI3) 6 ppm: 1.25 (d, 6H, J = 6.3 Hz), 1.37 (d, 6H, J = 6.9 Hz), 
1.59-1.70 (m, 2H), 1.76-1.88 (m, 2H), 2.32-2.42 (m, 4H), 3.11-3.23 (m, 3H), 3.39 
20 (d, 2H, J = 10.8 Hz), 3.74-3.86 (m, 2H), 4.34 (t, lH, J = 9.0 Hz), 6.86 (d, 2H, J = 
9.0 Hz), 7.30 (s, 1H), 7.40 (d, 2H, J = 9.0 Hz). 
I a - 4 
mp 233-234 °C 

*H-NMR (CDCI3) 6 ppm: 1.25 (d, 6H, J = 6.3 Hz), 1.40 (s, 9H), 1.26-1.37 (m, 
25 2H), 1.62-1.78 (m, 2H), 2.00-2.22 (m, 5H), 2.42 (t, 2H, J = 11.7 Hz), 3.20-3.40 (m, 
1H), 3.46 (d, 2H, J = 10.5 Hz), 3.67 (d, lH, J = 9.3 Hz), 3.72-3.84 (m, 2H), 
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6.62-6.76 (m, 2H), 7.10 (s, 1H), 7.18 (t, 1H, J = 7.8 Hz). 7.42 (s, 1H). 
I a - 5 
mp 125-126 °C 

!H-NMR (CDC1 3 ) 5 ppm: 1.25 (d, 6H, J = 6.3 Hz), 1.40 (s, 9H), 1.59-1.70 (m, 
5 2H), 1.77-1.84 (m, 2H), 2.30-2.46 (m, 4H), 3.24 (q, 2H, J = 6.6 Hz), 3.38 (d, 2H, 
J = 11.7 Hz), 3.74-3.88 (m, 2H), 4.08 (t, 1H, J = 5.7 Hz), 6.87 (d, 2H, J = 8.7 Hz), 
7.30 (s, 1H), 7.41 (d, 2H, J = 8.7 Hz). 
I a - 6 
mp 229-230 <>C 

10 iH-NMR (CDCI3) 8 ppm: 1.25 (d, 6H, J = 6.3 Hz), 1.26-1.34 (m, 2H), 1.39 (d, 
6H, J = 6.9 Hz), 1.61-1.77 (m, 2H), 1.98-1.26 (m, 5H), 2.32-2.46 (m, 2H), 3.15 
(quintet, 1H, J = 6.6 Hz), 3.22-3.35 (m, 1H), 3.39 (d, 2H, J = 11.4 Hz), 3.74-3.92 
(m, 2H), 3.88 (d, 1H, J = 8.4 Hz), 6.96-6.71 (m, 2H), 7.05 (brs, 1H), 7.39 (d, 2H, 
J = 9.3 Hz). 

15 I a - 7 

mp 253-254 °C 

1 H-NMR (DMSO) 6 ppm: 1.24-1.60 (m, 4H), 1.27 (s, 9H), 1.77-2.07 (m, 4H), 
2.16-2.34 (m, 1H), 2.97-3.15 (m, 1H), 6.78 (d, 1H, J = 7.2 Hz), 7.01 (t, 1H, J = 6.0 
Hz), 7.27 (t, 2H, J = 6.6 Hz), 7.58 (d, 2H, J = 7.5 Hz), 9.78 (s, 1H). 
20 I a - 8 

mp 257-258 °C 

1H-NMR (DMSO) 8 ppm: 1.22-1.54 (m, 4H), 1.27 (s, 9H), 1.77-1.88 (m, 2H), 
1.88-2.00 (m, 2H), 2.16-2.34 (m, 1H), 2.23 (s, 3H), 2.92-3.14 (m, 1H), 6.77 (d, 1H, 
J = 8.4 Hz), 7.07 (d, 2H, J = 8.4 Hz), 7.46 (d, 2H, J = 8.1 Hz), 9.68 (s, 1H). 
25 I a - 9 

mp 231-232 °C 

207 



Copied from 1007234b on 11/30/2004 



WO 01/37826 



PCT/JPOO/08197 



!H-NMR (CDCI3) 6 ppm: 1.21 (t, 3H, J = 7.5 Hz), 1.22-1.38 (m, 2H), 1.40 (s, 
9H), 1.62-1.78 (m, 2H), 1.98-2.31 (m, 5H), 2.61 (q, 2H, J = 7.5 Hz), 3.24-3.38 (m, 
1H), 3.70 (d, IH, J = 9.9 Hz), 7.11 (s, 1H), 7.14 (d, 2H, J = 8.7 Hz), 7.40 (d, 2H, 
J = 8.7 Hz). 
5 I a - 1 0 

mp 233-234 °C 

*H-NMR (CDCI3) 5 ppm: 0.96 (t, 3H, J = 7.2 Hz), 1.20-1.37 (m, 2H), 1.40 (s, 
9H), 1.56-1.78 (m, 4H), 1.98-2.32 (m, 5H), 2.54 (t, 2H, J= 7.2 Hz), 3.23-3.39 (m, 
1H), 3.66 (d, 1H, J = 9.6 Hz), 7.08 (a, 1H), 7.12 (d, 2H, J = 8.4 Hz), 7.39 (d, 2H, 
10 J = 8.4 Hz). 
I a - 1 1 
mp 243-244 °C 

1 H-NMR (CDC13) S ppm: 1.22 (d, 6H, J = 6.9), 1.22-1.77 (m, 4H), 1.40 (s, 9H), 
2.01-2.30 (m, 5H), 2.83-2.92 (m, 1H), 3.24-3.40 (m, 1H), 3.66-3.69 (m, 1H), 7.09 
15 (s, 1H), 7.17 (d, 2H, J = 8.4 Hz), 7.41 (d, 2H, J = 8.1 Hz). 
I a - 1 2 
mp 246-247 °C 

1 H-NMR (CDC13) 6 ppm: 0.80 (t, 3H, J = 7.5), 1.20 (d, 3H, J = 7.2), 1.26-1.77 
(m, 6H), 1.40 (s, 9H), 2.01-2.27 (m, 5H), 2.51-2.60 (m, 1H), 3.20-3.38 (m, 1H), 
20 3.64-3.69 (m, 1H), 7.08 (s, 1H), 7.12 (d, 2H, J = 8.4 Hz), 7.41 (d, 2H, J = 8.4 Hz). 
I a - 1 3 
mp 278-279 °C 

*H-NMR (CDC13) 6 ppm: 1.22-1.52 (m, 4H), 1.29 (s, 9H), 1.40 (s, 9H), 1.61- 
1.77 (m, 2H), 2.02-2.30 (m, 5H), 3.20-3.38 (m, 1H), 3.66-3.69 (m, 1H), 7.10 (s, 
25 1H), 7.33 (d, 2H, J = 9.0 Hz), 7.42 (d, 2H, J = 8.7 Hz). 
I a — 1 4 
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mp 263-264 »C 

1H-NMR (DMSO) 8 ppm: 1.24-1.51 (m, 4H), 1.27 (s, 9H), 1.82-1.99 (m, 4H), 
2.19-2.28 (m, 1H), 2.98-3.12 (m, 1H), 6.78 (d, 1H, J = 8.7 Hz), 7.33 (d, 2H, J = 8.7 
Hz), 7.61 (d, 2H, J = 9.0 Hz), 9.94 (s, 1H). 
5 I a - 1 5 

mp 209-210 °C 

iH-NMR (CDC1 3 ) 6 ppm: 1.25 (d, 6H, J = 6.3 Hz), 1.40 (s, 9H), 1.70-1.98 (m, 
8H), 2.19-2.38 (m, 3H), 3.39 (d, 2H, J = 11.7 Hz), 3.58-3.92 (m, 3H), 4.12-4.26 (m, 
1H), 6.82-6.96 (m, 2H), 7.10 (br, 1H), 7.41 (d, 2H, J = 8.1 Hz). 
10 I a - 1 6 

mp 238-240 »C 

IH-NMR (DMSO) 5 ppm: 1.22-1.52 (m, 4H), 1.27 (s, 9H), 1.81-1.84 (m, 2H), 

1.93- 1.97 (m, 2H), 2.16-2.23 (m, 1H), 2.95-3.12 (m, 1H), 3.70 (s, 3H), 6.77 (d, 1H, 
J = 8.4 Hz), 6.85 (d, 2H, J = 9.0 Hz), 7.48 (d, 2H, J = 9.3 Hz), 9.64 (s, 1H). 

15 I a - 1 7 

mp 245-246 °C 

iH-NMR (DMSO) 6 ppm: 1.22-1.52 (m, 4H), 1.27 (s, 9H), 1.83-1.87 (m, 2H), 

1.94- 1.99 (m, 2H), 2.20-2.28 (m, 1H), 2.98-3.12 (m, 1H), 6.78 (d, 1H, J = 8.7 Hz), 
7.28 (d, 2H, J = 8.7 Hz), 7.69 (d, 2H, J = 9.0 Hz), 9.64 (s, 1H). 

20 I a - 1 8 

mp 240-241 °C 

IH-NMR (CDC13) 6 ppm: 1.22-1.78 (m, 4H), 1.40 (s, 9H), 2.05-2.33 (m, 5H), 
3.22-3.44 (m, 1H), 3.64-3.67 (m, 1H), 6.61 (a, 1H), 6.69-6.77 (m, 2H). 
I a - 1 9 
25 mp 240-241 °C 

iH-NMR (CDC13) 6 ppm: 1.24-1.77 (m, 4H), 1.40 (s, 9H), 2.05-2.30 (m, 5H), 
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3.22-3.38 (m, 1H), 3.70-3.74 (m, 1H), 7.00-7.15 (m, 3H), 7.36 (s, 1H), 8.29-8.34 
(m, 1H). 
I a - 2 0 
mp 239-240 °C 

5 !H-NMR (CDC13) 6 ppm: 1.24-1.78 (m, 4H), 1.40 (s, 9H), 2.02-2.30 (m, 5H), 
3.22-3.40 (m, lH), 3.63-3.66 (m, 1H), 6.89-6.84 (m, 1H), 7.10-7.17 (m, 2H), 
7.22-7.34 (m, 1H), 7.48-7.51 (m, 1H). 
I a - 2 1 
mp 259-260 °C 

10 !H-NMR (CDCI3/DMSO) 8 ppm: 1,21 (d, 6H, J = 6.0 Hz), 1.22-1.44 (m, 2H), 
1.40 (s, 9H), 1.60-1.78 (m, 2H), 1.87-2.03 (m, 2H), 2.08-2.29 (m, 3H), 2.39 (t, 2H, 
J = 10.2 Hz), 3.14-3.32 (m, 1H), 3.19 (d, 2H, J = 11.4 Hz), 3.77-3.93 (m, 2H), 5.33 
(d, 1H, J = 9.0 Hz), 6.84 (dd, 1H, Jfh. hh = 8.1, 8.1 Hz), 7.20 (d, 1H, J = 7.8 Hz), 
7.49 (d, 1H, Jfh = 14.7 Hz), 8.86 (s, lH). 

15 I a - 2 2 

mp 234-235 °C 

iH-NMR (CDCI3) 6^ ppm: 1,20 (d, 6H, J = 5.7 Hz), 1.22-1.44 (m, 2H), 1.38 (s, 
9H), 1.54-1.76 (m, 2H), 1.94-2.32 (m, 5H), 2.27 (s, 3H), 2.39 (t, 2H, J = 10.8 Hz), 
2.87 (d, 2H, J = 11.4 Hz), 3.20-3.40 (m, 1H), 3.76-3.92 (m, 2H), 3.91 (d, lH, J = 
20 9.3 Hz), 6.93 (d, lH, J = 8.1 Hz), 7.21 (brs, lH), 7.27 (brs, lH), 7.36 (brs, lH). 
1 a - 2 3 
mp 195-196 °C 

1 H-NMR (CDCI3) 6 ppm: 1.20-1.44 (m, 4H), 1.41 (s, 9H), 1.59-1.76 (m, 2H), 
2.03-2.14 (m, 2H), 2.15-2.33 (m, 3H), 3.20-3.40 (m, 1H), 3.64 (s, lH, J = 9.0 Hz), 
25 7.19-7.24 (m, lH), 7.44 (brs, lH), 7.52-7.63 (m, 2H), 8.17 (d, lH, J = 8.7 Hz). 
I a — 2 4 
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mp 209-210 °C 

iH-NMR (CDCI3) 6 ppm: 1.22-1.39 (m, 2H), 1.56 (s, 9H), 1.61-1.78 (m, 2H), 
2.00-2.12 (m, 2H), 2.17-2.33 (m, 3H), 3.24-3.39 (m, 1H), 3.67 (d, 1H, J = 9.6 Hz), 
6.90-7.01 (m, 1H), 7.21 (a, 1H), 7.95-8.06 (m, 1H). 
5 1 a - 2 5 

mp 278-281 °C 

iH-NMR (DMSO-ds) 5 ppm: 1.10 (d, 6H, J = 6.3 Hz), 1.27 (s, 9H), 1.28-1.55 (m, 
4H), 1.78-2.00 (m, 4H), 2.11-2.26 (m, 1H), 2.31 (t, 2H, J= 11.1 Hz), 3.00-3.10 (m, 
1H), 3.08 (d, 1H, J = 10.8 Hz), 3.67-3.80 (m, 2H), 6.78 (d, 1H, J = 8.7 Hz), 7.08 
10 (d, 1H, J = 9.0 Hz), 7.41 (dd, 1H, J = 2.4, 8.7 Hz), 7.78 (d, 1H, J = 8.7 Hz), 9.85 
(s, 1H). 
I a — 2 6 
mp 253-255 °C 

1 H-NMR (DMSO-ds) 5 ppm: 1.13 (d, 6H, J = 6.0 Hz), 1.27 (s, 9H), 1.28-1.52 (m, 
15 4H), 1.78-2.00 (m, 4H), 2.21 (t, 2H, J= 11.1 Hz), 2.26-2.36 (m, 1H), 2.96-3.10 (m, 
1H), 3.56 (d, 1H, J = 12.3 Hz), 3.60-3.72 (m, 2H), 6.66-6.84 (m, 4H), 7.47 (t, 1H, 
J = 9.3 Hz), 9.28 (6, 1H). 
I a — 2 7 
mp 223-226 °C 

20 *H-NMR (DMSO-de) S ppm: 1.09 (d, 6H, J = 6.3 Hz), 1.27 (s, 9H), 1.28-1.54 (m, 
4H), 1.77-2.01 (m, 4H), 2.32 (t, 2H, J = 11.1 Hz), 2.32-2.42 (m, 1H), 2.90 (d, 1H, 
J = 11.4 Hz), 2.96-3.12 (m, 1H), 3.76-3.92 (m, 2H), 6.78-6.98 (m, 3H), 7.68 (dd, 
1H, J = 3.3, 8.7 Hz), 8.84 (s, 1H). 
I a - 2 8 

25 mp 237-238 °C 

*H-NMR (CDCI3) 6 ppm: 1.22-1.44 (m, 2H), 1,25 (d, 6H, J = 6.3 Hz), 1.40 (s, 
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9H), 1.61-1.79 (m, 2H), 2.05-2.32 (m, 5H), 2.21 (s, 3H), 2.38 (t, 2H, J = 10.2 Hz), 
3.22-3.42 (m, 1H), 3.40 (d, 2H, J = 11.1 Hz), 3.65 (d, 1H, J = 9.3 Hz), 3.72-3.90 
(m, 2H), 6.70-6.78 (m, 2H), 6.81 (brs, 1H), 7.50 (d, 1H, J = 9.6 Hz). 
I a — 2 9 
5 mp 208-209 °C 

!H-NMR (CDC1 3 ) 5 ppm: 1.22 (d, 6H, J = 6.0 Hz), 1.23-1.40 (m, 2H), 1.40 (s, 
9H), 1.60-1.78 (m, 2H), 2.00-2.16 (m, 2H), 2.14-2.33 (m, 3H), 2.45 (t, 2H, J = 
11.1 Hz), 3.21 (d, 2H, J = 10.8 Hz), 3.24-3.38 (m, 1H), 3.63 (d, 1H, J = 9.3 Hz), 
3.80-3.94 (m, 2H), 5.33 (d, 1H, J = 9.0 Hz), 6.66 (dd, 1H, Jfh, hh = 6.6, 6.6 Hz), 
10 7.16 (brs, 1H), 7.89 (dd, 1H, Jfh, hh = 9.0, 9.0 Hz). 
I a - 3 0 
mp 284-287 °C 

iH-NMR (DMSO-ds) 6 ppm: 1.08 (d, 6H, J = 6.0 Hz), 1.26 (s, 9H), 1.28-1.53 (m, 
4H), 1.82-2.22 (m, 4H), 2.25-2.39 (m, 1H), 2.78 (t, 2H, J = 10.5 Hz), 2.97-3.14 (m, 
15 1H), 3.18 (d, 2H, J = 11.4 Hz), 3.65-3.76 (m, 2H), 6.79 (d, 1H, J = 8.7 Hz), 9.75 
(s, 1H). 
I a — 3 1 
mp 200-201 °C 

iH-NMR (CDC13) 6 ppm: 1.22-1.40 (m, 2H), 1.40 (s, 9H), 1.62-1.76 (m, 2H), 
20 2.04-2.32 (m, 5H), 3.22-3.40 (m, 1H), 3.62-3.66 (m, 1H), 7.22-7.24 (m, 1H), 
7.38-7.38 (m, 1H), 7.60 (s, 1H), 8.33-8.36 (m, 1H). 
I a — 3 2 
mp 260-261 «C 

iH-NMR (CDCI3/DMSO) 6 ppm: 1.25-1.42 (m, 2H), 1.38 (s, 9H), 1.64 (q, 2H, 
25 J = 13.5 Hz), 1.95 (d, 2H, J = 12.3 Hz), 2.16 (d, 2H, J = 10.5 Hz), 2.18-2.32 (m, 
1H), 3.14-3.30 (m, 1H), 5.53 (d, 1H, J = 9.0 Hz), 7.31 (d, 1H, J = 8.7 Hz), 7.46 (dd, 
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1H, J = 2.4, 8.7 Hz), 7.90 (d, 1H, J = 2.1 Hz), 9.35 (a. 1H). 
I a — 3 3 
mp 227 °C 

iH-NMR (DMSO-ds) 6 ppm: 1.27 (s, 9H), 1.30-1.56 (m, 4H), 1.78-2.01 (m, 2H), 
5 2.12-2.36 (m, 2H), 2.96-3.13 (m, 1H), 3.70 (s, 3H), 3.71 (s, 3H), 6.77 (d, 1H, J = 
8.7 Hz), 6.85 (d, 1H, J = 8.7 Hz), 7.06 (dd, 1H, J = 2.4, 8.7 Hz), 7.33 (d, 1H, J = 
2.4 Hz), 9.65 (s, 1H). 
I a - 3 5 
mp 214-216 °C 

10 iH-NMR (CDC1 3 ) 6 ppm: 1.23-1.38 (m, 2H), 1.40 (s, 9H), 1.60-1.76 (m, 2H), 
2.00-2.12 (m, 2H), 2.20-2.32 (m, 3H), 3.24-3.39 (m, 1H), 3.68 (d, 1H, J = 9.0 Hz), 
6.77 (d, 1H, J = 8.7 Hz), 7.00 (dd, 1H, J = 2.4, 8.7 Hz), 7.77 (s, 1H), 8.45 (d, 1H, 
J = 2.4 Hz). 
I a - 3 6 

15 m. p. 241-242 °C 

!H-NMR (CDCI3/DMSO) 5 ppm: 1.25-1.42 (m, 2H), 1.37 (s, 9H), 1.62 (q, 2H, 
J = 11.7 Hz), 1.93 (d, 2H, J = 12.0 Hz), 2.12 (d, 2H, J = 10.8 Hz), 2.16-2.30 (m, 
1H), 3.12-3.28 (m, 1H), 3.84 (s, 3H), 6.07 (d, 1H, J = 8.4 Hz), 6.89 (dd, 1H, Jfh, 
hh = 9.3, 9.3 Hz), 7.24 (d, 1H, J = 8.7 Hz), 7.55 (d, 1H, Jfh = 13.5 Hz), 9.32 (s, 

20 1H). 

I a - 3 7 
mp 248-249 °C 

X H-NMR (CDC13) 8 ppm: 0.60-0.73 (m, 1H), 0.91 (d, 6H, J = 6.6), 1.12-1.40 (m, 

2H), 1.40 (s, 9H), 1.54-1.88 (m, 5H), 1.98-2.29 (m, 7H), 3.22-3.37 (m, 1H), 
25 3.51-3.54 (m, 2H), 3.72 (d, 1H, J = 9.6), 6.88 (d, 1H, J = 8.7), 7.06 (s, 1H), 7.35 (d, 
1H, J = 9.0). 
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I a - 3 8 
mp 237-238 «C 

1H-NMR (CDC13) 5 ppm: 1.01 (d, 6H, J = 6.6), 1.20-1.40 (m, 2H), 1.40 (s, 9H), 
1.60-1.74 (m, 4H), 1.99-2.28 (m, 7H), 2.69-2.82 (m, 2H), 3.02-3.14 (m, 2H), 
5 3.20-3.38 (m, 1H), 3.80-3.90 (m, 1H), 6.83-6.86 (m, 2H), 7.14 (s, 1H), 7.34 (d, 1H, 
J = 8.4). 
I a - 3 9 
mp 234-235 °C 

!H-NMR (CDC1 3 ) 6 ppm: 1.20-1.36 (m, 2H), 1.40 (s, 9H), 1.60-1.77 (m, 2H), 
10 1.90-2.32 (m, 5H), 3.21-3.39 (m, 1H), 3.65 (d, 1H, J = 9.6 Hz), 6.87 (d, 1H, J = 8.7 
Hz), 7.04 (s, 1H), 7.37 (dd, 1H, J = 2.7, 8.7 Hz), 7.56 (d, 1H, J = 2.7 Hz). 
I a - 4 0 
mp 257-258 °C 

*H-NMR (DMSO-de) 6 ppm: 1.14 (d, 6H, J = 6.0 Hz), 1.27 (s, 9H), 1.28-1.53 (m, 
15 4H), 1.78-2.00 (m, 4H), 2.13-2.256 (m, 1H), 2.30 (t, 2H, J = 11.7 Hz), 2.97-3.12 
(m, 1H), 3.53-3.67 (m, 2H), 4.01 (d, 1H, J = 12.3 Hz), 6.80 (dd, 1H, J = 3.0, 9.0 
Hz), 7.79 (d, 1H, J = 9.0 Hz), 8.27 (s, 1H), 9.66 (s, 1H). 
I a - 4 1 
mp 245-246 °C 

20 iH-NMR (CDCI3/DMSO) 6 ppm: 1.25-1.42 (m, 2H), 1.37 (s, 9H), 1.62 (q, 2H, 
J = 12.6 Hz), 1.94 (d, 2H, J = 11.1 Hz), 2.13 (d, 2H, J = 11.1 Hz), 2.18-2.35 (m, 
1H), 3.11-3.29 (m, 1H), 6.07 (d, 1H, J = 8.1 Hz), 6.95-7.06 (m, 1H), 7. 14-7.27 (m, 
1H), 7.44 (d, 1H, J = 7.2 Hz), 7.79 (s, 1H), 9.48 (s, 1H). 
I a - 4 3 

25 mp 294-295 °C 

iH-NMR (DMSO-de) 6 ppm: 1.26 (s, 9H), 1.28-1.53 (m, 4H), 1.76-1.87 (n, 2H), 
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1.89-2.00 (m, 2H), 2.13-2.25 (m, 1H), 2.96-3.10 (m, 5H), 3.52-3.60 (m, 4H), 6.78 
(d, 1H, J = 9.0 Hz), 6.88 (d, 2H, J = 9.0 Hz), 7.44 (d, 2H, J = 9.0 Hz), 9.59 (s, 1H). 
1 a - 4 4 
mp 250-252 °C 

5 iH-NMR (CDC1 3 ) 5 ppm: 1.13 (d, 6H, J = 6.3 Hz), 1.21-1.38 (m, 2H), 1.41 (s, 
9H), 1.63-1.80 (m, 2H), 1.93 (t, 2H, J = 10.8 Hz), 2.00-2.10 (m, 2H), 2.16-2.32 (m, 
3H), 3.24-3.39 (m, 1H), 3.54 (d, 2H, J= 10.2 Hz), 3.64-3.78 (m, 3H), 7.47 (a, 1H), 
7.69 (d, 2H, J = 9.0 Hz), 7.73 (d, 2H, J = 9.0 Hz). 
I a — 4 5 
10 mp 193 °C 

1H-NMR (DMSO-de) 8 ppm: 1.10 (t, 6H, J = 7.2 Hz), 1.26 (a, 9H), 1.28-1.52 (m, 
4H), 1.75-1.86 (m, 2H), 1.89-2.01 (m, 2H), 2.10-2.22 (m, 1H), 2.96-3.10 (m, 1H), 
3.30-3.52 (m, 12H), 6.60 (d, 2H, J = 9.0 Hz), 6.80 (d, 1H, J = 9.0 Hz), 7.33 (d, 2H, 
J = 9.0 Hz), 9.46 (s, 1H). 
15 I a — 4 6 
mp >300 °C 

iH-NMR (DMSO-de) ' 6 ppm: 1.28 (s, 9H), 1.28-1.58 (m, 4H), 1.83-2.04 (m, 4H), 
2.23-2.36 (m, 1H), 2.46 (s, 3H), 3.00-3.14 (m, 1H), 6.79 (d, 1H, J = 8.7 Hz), 7.34 
(d, 1H, J = 8.7 Hz), 7.78 (d, 2H, J = 8.7 Hz), 7.89 (d, 1H, J = 8.4 Hz), 7.91 (s, 1H), 
20 8.00 (d, 2H, J = 8.7 Hz), 10.13 (s, 1H). 
I a - 4 7 
mp 236-237 °C 

iH-NMR (CDCI3) 6 ppm: 0.97 (d, 6H ( J = 6.6 Hz), 1.01 (d, 6H, J = 6.6 Hz), 

I. 20-1.37 (m, 2H), 1.40 (s, 9H), 1.60-1.84 (m, 3H), 1.97-2.31 (m, 5H), 2.50 (t, 1H, 
25 J = 10.8 Hz), 2.78 (dt, 1H, J = 3.3, 11.4 Hz), 3.25-3.38 (m, 1H), 3.45 (d, 1H, J = 

II. 4 Hz), 3.75 (dt, 1H, J = 2.4, 11.4 Hz), 4.02 (dt, 1H, J = 2.4, 11.4 Hz), 6.88 (d, 
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2H, J - 9.0 Hz), 7.05 (s, 1H), 7.39 (d, 2H, J = 9.0 Hz). 
I a - 4 8 
mp 228-229 °C 

J-H-NMR (CDC1 3 ) 5 ppm: 0.88 (t, 6H, J = 7.2 Hz), 1.19-1.45 (m, 4H), 1.40 (s, 
5 9H), 1.45-1.76 (m, 4H), 1.76-1.92 (m, 1H), 1.96-2.30 (m, 5H), 2.66-3.20 (m, 3H), 
3.20-3.40 (m, 1H), 3.78 (d, 1H, J = 9.3 Hz), 3.82 (s, 1H), 6.62-6.98 (m, 2H), 7.09 
(brs, 1H), 7.37 (d, 2H, J = 7.8 Hz). 
I a - 4 9 
mp 262-263 °C 

10 X H-NMR (CDCI3/DMSO) 8 ppm: 1.21 (d, 6H, J = 5.7 Hz), 1.26-1.34 (m, 2H), 
1.37 (d, 6H, J = 5.4 Hz), 1.52-1.76 (m, 2H), 1.85-2.03 (m, 2H), 2.03-2.30 (m, 3H), 
2.30-2.53 (m, 2H), 3.02-3.33 (m, 4H), 3.75-3.98 (m, 2H), 5.70 (brs, 1H), 6.73-6.98 
(m, 1H), 7.14-7.25 (m, 1H), 7.52 (d, 1H, Jfh = 13.5 Hz), 8.86 (brs, 1H). 
I a - 5 0 

15 mp 232-233 °C 

*H-NMR (CDCI3) 5 ppm: 1.21 (d, 6H, J = 6.3 Hz), 1.22-1.37 (m, 2H), 1.38 (d, 
6H, J = 6.9 Hz), 1.68 (q, 2H, J = 12.6 Hz), 1.98-2.26 (m, 5H), 2.29 (s, 3H), 2.41 (t, 
2H, J = 10.2 Hz), 2.88 (d, 2H, J = 11.1 Hz), 3.15 (septet, lH, J = 6.6 Hz), 3.21- 
3.37 (m, 1H), 3.77-3.92 (m, 2H), 3.87 (d, 1H, J = 7.8 Hz), 6.88-7.06 (m, 3H), 7.35 

20 (s, 1H). 

I a - 5 1 
mp 211-212 °C 

*H-NMR (CDCI3) 5 ppm: 1.20-1.42 (m, 2H), 1.26 (d, 6H, J = 6.3 Hz), 1.38 (d, 
6H, J = 6.9 Hz), 1.62-1.78 (m, 2H), 1.99-2.28 (m, 5H), 2.49 (dd, 2H, J = 10.5, 10.5 
25 Hz), 3. 17 (quint, lH, J = 6.9 Hz), 3.20-3.38 (m, 1H), 3.66-3.99 (m, 2H), 3.90-4.01 
(m, 3H), 6.62 (d, lH, J = 9.0 Hz), 7.06 (s, lH), 7.90 (dd, 1H, J = 2.4, 9.0 Hz), 8.09 
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(d, 1H, J= 2.4 Hz). 
I a - 5 2 
mp 247-249 °C 

!H-NMR (CDC1 3 ) 5 ppm: 1.21-1.36 (m, 2H), 1.40 (8, 9H) 1.62-1.78 (m, 2H), 
5 1.98-2.32 (m, 5H), 2.55 (t, 4H, J = 6.0 Hz), 3.23-3.38 (m, 1H), 3.55 (t, 4H, J = 6.0 
Hz), 3.72 (d, 1H, J = 9.6 Hz), 6.94 (d, 2H, J = 9.0 Hz), 7.10 (s, 1H), 7.42 (d, 1H, 
J = 9.0 Hz). 
I a — 5 3 
mp 234-235 °C 

10 !H-NMR (CDCI3) 6 ppm: 1.22-1.38 (m, 2H), 1.41 (s, 9H) 1.64-1.80 (m, 2H), 
2.00-2.32 (m, 5H), 3.25-3.40 (m, 1H), 3.73 (d, 1H, J = 9.3 Hz), 7.43 (s, 1H), 7.48 
(t, 2H, J = 7.5 Hz), 7.55-7.66 (m, 3H), 7.68-7.89 (m, 4H). 
I a - 5 4 
mp 235-236 °C 

15 iH-NMR (CDCI3) & ppm: 1.24-1.39 (m, 2H), 1.25 (d, 6H, J = 6.3 Hz), 1.39 (d, 
6H, J = 6.9 Hz), 1.60-1.80 (m, 2H), 2.00-2.28 (m, 5H), 2.21 (s, 3H), 2.38 (t, 2H, J 
= 10.8 Hz), 3.15 (septet, 1H, J = 6.3 Hz), 3.23-3.38 (m, 1H), 3.40 (d, 2H, J = 11.7 
Hz), 3.72-3.88 (m, 2H), 3.87 (d, 1H, J = 9.3 Hz), 6.78-6.86 (m, 3H), 7.50 (d, 1H, 
J = 9.6 Hz). 

20 I a - 5 5 

mp 185-186 0 O 

iH-NMR (CDCI3) 6 ppm: 1.14 (d, 6H, J = 6.3 Hz), 1.22-1.38 (m, 2H), 1.41 (s, 
9H), 1.62-1.78 (m, 2H), 2.02 (t, 2H, J = 10.5 Hz), 2.02-2.10 (m, 2H), 2.16-2.31 (m, 
3H), 3.24-3.39 (m, 1H), 3.56 (d, 2H, J = 9.3 Hz), 3.63-3.80 (m, 3H), 7.46 (dd, 1H, 
25 J = 1.5, 8.1 Hz), 7.51 (t, 1H, J = 8.1 Hz), 7.63 (s, 1H), 7.81 (t, 1H, J = 1.8 Hz), 
7.98 (dt, 1H, J = 1.8, 8.1 Hz). 
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I a - 5 6 
mp 229-230 °C 

^•H-NMR (DMSO) 5 ppm: 1.27 (s, 9H), 1.28-1.54 (m, 4H), 1.38 (a, 6H), 1.78- 
1.84 (a, 2H), 1.90-2.00 (m, 2H), 2.15-2.30 (m, 1H), 2.97-3.13 (m, 1H), 4.90 (s, 
5 1H), 6.79 (d, 1H, J = 9.0 Hz), 7.34 (d, 2H, J = 8.7 Hz), 7.48 (d, 2H, J = 8.4 Hz), 
9.72 (s, 1H). 
I a - 5 7 
mp 211-212 °C 

iH-NMR (CDCI3/DMSO) 8 ppm: 1.24-1.40 (m, 2H), 1.38 (s, 9H), 1.57-1.74 (m, 
10 2H), 1.91 (b, 3H), 1.92-2.01 (m, 2H), 2.12-2.24 (m, 2H), 2.51 (brs, 1H), 3.18-3.33 
(m, 1H), 4.96 (d, 1H, J = 9.3 Hz), 7.16-7.53 (m, 9H), 7.41 (s, 1H). 
I a - 5 8 
mp 298-299 °C 

1 H-NMR (DMSO-ds) S ppm: 1.24 (s, 9H), 1.27 (s, 9H), 1.28-1.54 (m, 4H), 
15 1.75-2.02 (m, 4H), 2.14-2.28 (m, 1H), 2.97-3.11 (m, 1H), 6.78 (d, 1H, J = 8.4 Hz), 
7.18 (d, 2H, J = 9.0 Hz), 7.48 (d, 2H, J = 9.0 Hz), 9.46 (s, 1H), 9.76 (s, 1H). 
I a - 5 9 
mp 253-254 °C 

!H-NMR (CDCI3) 5 ppm: 1.22-1.40 (m, 2H), 1.41 (s, 9H), 1.65-1.81 (m, 2H), 
20 2.04-2.16 (m, 2H), 2.22-2.36 (m, 2H), 3.24-3.41 (m, 1H), 3.74 (d, 1H, J = 9.6 Hz), 
7.40-7.54 (m, 3H), 7.88-8.01 (m, 3H), 8.66 (d, 1H, J = 1.5 Hz), 9.57 (d, 1H, J= 1.2 
Hz). 

I a — 6 0 
mp 213-214 °C 

25 !H-NMR (DMSO) 5 ppm: 1.32-1.50 (m, 2H), 1.35 (s, 9H), 1.52-1.70 (m, 2H), 
1.88-2.00 (m, 2H), 2.04-2.16 (m, 2H), 2.22-2.38 (m, lH), 2.65 (s, 3H), 2.99-3.15 
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(m, 1H), 6.46 (d, 1H, J = 9.3 Hz), 7.28 (d, 1H, J = 9.0 Hz), 7.81 (s, 1H), 8.20 (s, 
1H), 8.47 (s, 1H), 9.89 (s, 1H). 
I a - 6 1 
mp 274-275 °C 

5 iH-NMR (DMSO) 5 ppm: 1.27 (s, 1H), 1.28-1.58 (m, 4H), 1.84-2.08 (m, 4H), 
2.22-2.40 (m, 1H), 2.99-3.15 (m, 1H), 3.01 (s, 3H), 6.81 (d, 1H, J = 8.1 Hz), 7.78 
(d, 2H, J = 7.8 Hz), 7.84 (d, 2H, J = 8.4 Hz), 8.18 (s, 1H), 10.43 (s, 1H). 
I a - 6 2 
mp 235-236 °C 

10 iH-NMR (CDC1 3 ) 5 ppm: 1.22-1.39 (m, 2H), 1.41 (s, 3H), 1.66-1.80 (m, 2H), 
2.01-2.12 (m, 2H), 2.14-2.22 (m, 1H), 2.23-2.34 (m, 2H), 3.24-3.42 (m, 1H), 3.69 
(d, 1H, J = 9.5 Hz), 6.44 (d, 1H, J = 9.3 Hz), 7.27 (brs, 1H), 7.28 (d, 1H, J = 9.3 
Hz), 7.37 (dd, 1H, J = 2.4, 9.0 Hz), 7.68 (d, 1H, J = 9.6 Hz), 8.04 (d, 1H, J = 2.4 
Hz). 

15 I a - 6 3 

mp 277-279 °C 

!H-NMR (DMSO-de) 8 ppm: 1.27 (s, 9H), 1.28-1.54 (m, 4H), 1.77-2.02 (m, 4H), 
2.15-2.29 (m, 1H), 2.90 (s, 3H), 2.96-3.13 (m, 1H), 6.79 (d, 1H, J = 8.7 Hz), 7.12 
(d, 2H, J = 9.0 Hz), 7.54 (d, 2H, J = 9.0 Hz), 9.50 (s, 1H), 9.81 (s, 1H). 
20 I a - 6 4 

mp 259-260 °C • 

iH-NMR (DMSO-ds) 6 ppm: 1.26 (s, 9H), 1.26-1.50 (m, 4H), 1.74-1.99 (m, 4H), 
2.10-2.25 (m, 1H), 2.95-3. 10 (m, 1H), 6.78 (d, 1H, J = 8.7 Hz), 6.97 (d, 2H, J = 9.0 
Hz), 7.42 (d, 2H, J = 9.0 Hz), 7.50-7.71 (m, 5H), 9.73 (s, 1H), 10.05 (s, 1H). 
25 I a — 6 5 

mp 292-293 °C 
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*H-NMR (DMSO-de) 6 ppm: 1.27 (s, 9H), 1.28-1.54 (m, 4H), 1.62-1.72 (m, 2H), 
1.77-1.87 (m, 2H), 1.91-2.10 (m, 4H), 2.13-2.25 (m, 1H), 2.98-3.12 (m, 1H), 
3.41-3.52 (m, 2H), 5.09 (s, 1H), 6.79 (d, 1H, J = 9.0 Hz), 6.91 (d, 2H, J = 9.0 Hz), 
7.37 (d, 2H, J = 9.0 Hz), 7.42 (d, 2H, J = 9.0 Hz), 7.51 (d, 2H, J = 9.0 Hz), 9.56 (s, 
5 1H). 

I a - 6 6 
mp >300 °C 

X H-NMR (DMSO-de) 6 ppm: 1.27 (s, 9H), 1.28-1.58 (m, 4H), 1.85-2.02 (m, 4H), 
2.40-2.52 (m, 1H), 3.00-3.16 (m, 1H), 6.81 (d, 1H, J = 9.0 Hz), 7.50-7.58 (m, 3H), 
10 7.90-7.97 (m, 2H), 12.58 (s, 1H). 
I a - 6 7 
mp 199-200 °C 

1H-NMR (DMSO-de) 6 ppm: 1.14 (d, 6H, J = 6.3 Hz), 1.28 (s, 9H), 1.31-1.48 (m, 
4H), 1.76-1.88 (m, 2H), 2.17 (t, 2H, J = 11.1 Hz), 2.82 (t, 2H, J = 11.7 Hz), 3.46 
15 (d, 2H, J = 11.4 Hz), 3.20-3.36 (m, 1H), 3.62-3.74 (m, 2H), 4.02 (d, 2H, J = 12.9 
Hz), 6.83 (d, 2H, J = 9.0 Hz), 6.89 (d, 1H, J = 8.7 Hz), 7.28 (d, 2H, J = 9.0 Hz), 
8.27 (s, 1H). 
I a - 6 8 
mp 237-239 °C 

20 1H-NMR (CDCI3/DMSO) 6 ppm: 1.40 (s, 9H), 1.49-1.65 (m, 2H), 1.99-2.10 (m, 
2H), 2.95 (t, 2H, J = 11.1 Hz), 3.36-3.52 (m, 1H), 4.17 (d, 1H, J = 12.9 Hz), 5.84 
(d, 1H, J = 8.7 Hz), 6.39 (d, 1H, J = 9.6 Hz), 7.21 (d, 1H, J = 9.3 Hz), 7.51 (dd, 1H, 
J = 2.4, 9.3 Hz), 7.72 (d, 1H, J = 9.9 Hz), 7.85 (d, 1H, J = 2.7 Hz), 8.04 (s, 1H). 
I a - 6 9 

25 mp 259-260 °C 

1H-NMR (DMSO) 8 ppm: 1.25-1.55 (m, 4H), 1.27 (s, 9H), 1.82-2.05 (m, 4H), 
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2.22-2.36 (m. 1H), 2.98-3.17 (m, 1H), 4.16 (s, 3H), 6.80 (d, 1H, J = 8.4 Hz), 
7.77-7.87 (m, 4H), 10.16 (s, 1H). 
I a - 7 0 
mp 259-260 »C 

5 !H-NMR (DMSO) 8 ppm: 1.28 (s, 9H), 1.36-1.56 (m, 2H), 1.80-1.92 (m, 2H), 
2.86-3.02 (m, 2H), 3.36-3.52 (m, 1H), 4.04-4.20 (m, 2H), 6.92 (d, 1H, J = 7.5 Hz), 
7.38-7.58 (m, 3H), 8.00-8.14 (m, 2H), 8.90 (s, 1H), 9.08 (s, 1H), 9.63 (s, 1H). 
I a - 7 1 
mp 228-229 °C 

10 iH-NMR (CDCI3/DMSO) S ppm: 1.27-1.42 (m, 2H), 1.38 (s, 9H), 1.57-1.75 (m, 
2H), 1.90-2.02 (m, 2H), 2.12-2.34 (m, 3H), 3.14-3.32 (m, 1H), 5.37 (d, 1H, J = 9.3 
Hz), 7.38-7.43 (m, 3H), 7.46 (d, 2H, J = 8.7 Hz), 7.51-7.60 (m, 2H), 7.68 (d, 2H, 
J = 9.0 Hz), 9.33 (s, 1H). 
I a — 7 5 

15 mp 169-170 °C 

J H-NMR (CDCI3) 6 ppm: 0.58-0.72 (m, 1H), 0.80 (d, 3H, J = 6.6 Hz), 0.94 (d, 
3H, J = 6.0 Hz), 1.14-1.35 (m, 3H), 1.39 (s, 9H), 1.48-1.66 (m, 2H), 1.74-2.06 (m, 
5H), 2.06-2.44 (m, 6H), 3.18-3.35 (m, 1H), 3.64-3.74 (m, 1H), 4.46-4.60 (m, 1H), 
6.98-7.38 (m, 5H). 

20 I a — 7 6 

mp 236-237 »C 

1H-NMR (CDCI3/DMSO) 5 ppm: 1.27-1.42 (m, 2H), 1.38 (d, 6H, J = 6.6 Hz), 
1.60-1.78 (m, 2H), 1.94-2.06 (m, 2H), 2.12-2.30 (m, 3H), 3.06-3.34 (m, 2H), 5.10 
(brs, 1H), 6.41 (d, 1H, J = 9.9 Hz), 7.25 (d, 1H, J = 8.4 Hz), 7.48 (dd, 1H, J = 2.4, 
25 8.7 Hz), 7.68 (d, 1H, J = 9.9 Hz), 8.12 (d, 1H, J = 2.4 Hz), 8.88 (brs, 1H). 
I a - 7 7 
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mp 117-118 °C 

iH-NMR (CDCI3) 6 ppm: 1.38 (d, 6H, J = 6.9 Hz), 1.65 (quintet, 2H, J = 5.4 
Hz), 1.75-1.91 (m, 2H), 2.42 (t, 2H, J = 7.4 Hz), 3.10-3.24 (m, 3H), 4.77 (brs, 1H), 
6.41 (d, 1H, J = 9.6 Hz), 7.18-7.26 (m, IH), 7.48 (dd, 1H, J = 1.8, 8.7 Hz), 7.67 (d, 
5 1H, J = 9.9 Hz), 8.01 (s, 1H), 8.23 (brs, 1H). 
I a — 7 8 
mp 138-139 °C 

*H-NMR (CDCI3) S ppm: 1.41 (s, 9H), 1.64 (quintet, 2H, J = 6.6 Hz), 1.84 
(quintet, 2H, J = 7.3 Hz), 2.42 (t, 2H, J = 7.5 Hz), 3.26 (q, 2H, J = 6.5 Hz), 4.59 
10 (brs, 1H), 6.41 (d, 1H, J = 9.3 Hz), 7.23 (d, 1H, J = 8.7 Hz), 7.49 (dd, 1H, J = 2.4, 
9.0 Hz), 7.67 (d, 1H, J = 9.9 Hz), 8.03 (d, 1H, J = 2.4 Hz), 8.28 (brs, 1H). 
I a — 7 9 
mp 289-290 °C 

1H-NMR (DMSO) 6 ppm: 1.24-1.63 (m, 4H), 1.28 (s, 9H), 1.84-2.08 (m, 4H), 
15 2.24-2.41 (m, 1H), 3.00-3.16 (m, 1H), 6.82 (d, 1H, J = 8.1 Hz), 7.36-7.60 (m, 5H), 
7.86-7.99 (m, 2H), 8.28 (s, 1H), 10.50 (s, 1H). 
I a - 8 0 
mp 239-240 °C 

1H-NMR (DMSO) 6 ppm: 1.22 (d, 1H, J = 6.6 Hz), 1.23-1.40 (m, 2H), 1.40-1.59 
20 (m, 2H), 1.83-2.04 (m, 4H), 2.23-2.39 (m, 1H), 2.98-3.23 (m, 2H), 7.00 (d, 1H, J 
= 7.8 Hz), 7.36-*7.59 (m, 5H), 7.85-7.97 (m, 2H), 8.29 (s, 1H), 10.50 (a, 1H). 
I a - 8 1 
mp 205-206 °C 

!H-NMR (CDCI3/DMSO) 5 ppm: 1.40 (s, 9H), 1.66 (quintet, 2H, J = 7.0 Hz), 
25 1.85 (quintet, 2H, J = 7.2 Hz), 2.45 (t, 2H, J = 7.5 Hz), 3.24 (t, 2H, J = 6.5 Hz), 
5.17 (brs, 1H), 7.36-7.54 (m, 5H), 7.85 (d, 1H, J = 8.4 Hz), 8.07 (dd, 1H, J = 1.8, 
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8.1 Hz), 8.23 (d, 1H, J = 1.8 Hz), 9.61 (s, 1H). 
I a - 8 2 
mp 216-217 °C 

!H-NMR (DMSO-de) 6 ppm: 1.14 (d, 6H, J = 6.3 Hz), 1.22 (d, 6H, J = 6.9 Hz), 
5 1.22-1.53 (m, 4H), 1.76-1.98 (m, 2H), 2.21 (t, 2H, J = 10.8 Hz), 2.22-2.36 (m, 1H), 
2.96-3.20 (m, 2H), 3.57 (d, 2H, J = 12.0 Hz), 3.60-3.74 (m, 1H), 6.66-6.85 (m, 2H), 
6.98 (d, 1H, J = 7.8 Hz), 7.47 (d, 1H, J = 8.7 Hz), 9.30 (s, 1H). 
I a - 8 3 
mp 118-119 °C 

10 !H-NMR (DMSO-de) 8 ppm: 1.41 (d, 6H, J = 6.3 Hz), 1.26 (s, 9H), 1.40-1.67 (m, 
4H), 2.17-2.36 (m, 3H), 2.97-3.10 (m, 2H), 3.57 (d, 2H, J = 12.0 Hz), 3.61-3.74 (m, 
1H), 6.67-6.92 (m, 3H), 7.48 (t, 1H, J = 9.0 Hz), 9.37 (s, 1H). 
I a — 8 4 
mp 265-267 °C 

15 iH-NMR (DMSO-de) 6 ppm: 1.21 (d, 6H, J = 6.6 Hz), 1.20-1.57 (m, 4H), 
1.60-2.30 (m, 9H), 2.99-3.20 (m, 4H), 3.40-3.52 (m, 2H), 5.09 (s, 1H), 6.91 (d, 2H, 
J = 8.7 Hz), 6.98 (d, 1H, J = 7.5 Hz), 7.37 (d, 2H, J = 8.7 Hz), 7.42 (d, 2H, J = 8.7 
Hz), 7.51 (d, 2H, J = 8.7 Hz), 9.56 (s, 1H). 
I a - 8 5 

20 mp 185-186 °C 

*H-NMR (DMSO-de) 6 ppm: 1.26 (s, 9H), 1.42-1.72 (m, 6H), 1.96-2.10 (m, 2H), 
2.26 (t, 2H, J = 6.9 Hz), 2.96-3.12 (m, 4H), 3.41-3.52 (m, 2H), 5.09 (s, 1H), 6.88 
(d, 1H, J = 8.7 Hz), 6.92 (d, 2H, J = 9.0 Hz), 7.37 (d, 2H, J = 8.7 Hz), 7.43 (d, 2H, 
J = 9.0 Hz), 7.52 (d, 2H, J = 8.7 Hz), 9.63 (s, 1H). 

25 I a - 8 6 

mp 162-164 °C 
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*H-NMR (DMSO-ds) 6 ppm: 1.21 (d, 6H, J = 6.6 Hz), 1.41-1.73 (m, 6H), 
1.96-2.10 (m, 2H), 2.26 (t, 2H, J = 7.2 Hz), 2.91-3.20 (m, 5H), 3.42-3.52 (m, 2H), 
5.09 (s, 1H), 6.92 (d, 2H, J = 9.3 Hz), 6.99 (t, 1H, J = 6.0 Hz), 7.37 (d, 2H, J = 8.7 
Hz), 7.43 (d, 2H, J = 9.3 Hz), 7.52 (d, 2H, J = 8.7 Hz), 9.64 (s, 1H). 
5 I a — 8 7 

mp 245-247 °C 

iH-NMR (DMSO-ds) 6 ppm: 1.22 (d, 6H, J = 6.6 Hz), 1.22-1.58 (m, 4H), 
1.81-2.02 (m, 4H), 2.22-2.36 (m, 1H), 3.00-3.20 (m, 2H), 3.01 (s, 3H), 6.99 (d, 1H, 
J = 8.4 Hz), 7.75-7.88 (m, 2H), 8.19 (d, 1H, J = 1.2 Hz), 10.43 (s, 1H). 
10 I a - 8 8 

mp 208-209 °C 

J H-NMR (DMSO-ds) 5 ppm: 1.22 (d, 6H, J = 6.9 Hz), 1.22-1.55 (m, 4H), 
1.75-1.98 (m, 4H), 2.11-2.24 (m, 1H), 2.98-3.20 (m, 2H), 5.96 (s, 2H), 6.82 (d, 1H, 
J = 8.4 Hz), 6.91-7.03 (m, 2H), 7.30 (d, 1H, J = 1.8 Hz), 9.72 (s, 1H). 
15 I a — 8 9 

mp 142-143 °C 

1 H-NMR (DMSO-ds) 5 ppm: 1.27 (a, 9H), 1.40-1.66 (m, 4H), 2.26 (t, 2H, J = 
7.5 Hz), 3.02 (q, 2H, J = 6.6 Hz), 5.96 (s, 2H), 6.82 (d, 1H, J = 8.4 Hz), 6.88 (t, 1H, 
J = 8.4 Hz), 6.94 (dd, 1H, J = 1.8, 8.4 Hz), 7.30 (d, 1H, J = 1.8 Hz), 9.78 (s, 1H). 
20 I a — 9 0 
mp 100 °C 

!H-NMR (DMSO-ds) 5 ppm: 1.20 (d, 6H, J = 6.9 Hz), 1.40-1.66 (m, 4H), 2.26 
(t, 2H, J = 7.5 Hz), 2.89-2.99 (m, 2H), 3.13 (quint, 1H, J = 6.6 Hz), 5.96 (s, 2H), 
6.83 (d, 1H, J = 8.1 Hz), 6.91-7.02 (m, 2H), 7.30 (d, 1H, J= 1.8 Hz), 9.78 (s, 1H). 
25 I a — 9 1 

mp 189-190 °C 
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!H-NMR (DMSO-de) S ppm: 1.26 (e, 9H), 1.43-1.71 (m, 4H), 2.40 (t, 2H, J = 
7.5 Hz), 2.97-3.09 (m, 2H), 3.01 (s, 3H), 6.85-6.93 (m, 1H), 7.76-7.88 (m, 2H), 
8.20 (d, 1H, J = 1.2 Hz), 10.49 (s, 1H). 
I a - 1 0 4 
5 mp 238-241 °C 

!H-NMR (DMSO) 6 ppm: 1.27 (s. 9H), 1.3-1.5 <m. 4H), 1.8-2.0 (m, 4H), 2.50 
(m, 1H), 3.05 (m, 1H), 6.55 (br s, 1H), 6.79 (d, 1H, J= 8.2), 7.15 (t, 1H, J= 4.8), 
8.64 (d, 2H, J= 4.8). 
I a - 1 0 5 
10 mp 232-234 °C 

1 H-NMR (DMSO) 5 ppm: 1.26 (s, 9H), 1.2-1. 5.(m, 4H), 1.8-2.0 (m, 4H), 2.55 
(m, 1H), 3.05 (m, lH), 6.77 (d, 1H, J=8.7), 9.92 (s, 2H), 10.93 (s, 1H). 
I a — 1 0 6 
mp 226-228 °C 

15 *H-NMR (DMSO) 5 ppm: 1.28 (s, 9H), 1.22-1.58 (m, 4H), 1.82-2.04 (m, 4H), 
2.29 (m, 1H), 3.07 (m, lH), 6.79 (d, 1H, J = 8.7 Hz), 7.6 l(d-d, 1H, J = 1.8 Hz, 8.7 
Hz), 8.04 (d, 1H, J = 8.7 Hz), 8.48 (d, lH, 2.1 Hz), 9.35 (s, lH), 10.05 (s, lH). 
I a - 1 O 7 
mp 282-283 °C 

20 *H-NMR (DMSO) 6 ppm: 1.22-1.57 (m, 4H), 1.27 (s, 9H), 1.80-2.04 (m, 4H), 
2.27 (m, 1H), 3,06 (m, lH), 6.81 (d, 1H, J = 8.7 Hz), 7.32 (m, lH), 7.44 (t, 2H, J 
= 7.5 Hz), 7.57-7.72 (m, 6H), 9.91 (s, lH). 
I a - 1 0 8 
mp 191-192 "C 

25 *H-NMR (DMSO) 8 ppm: 1.24-1.58 (m, 4H), 1.28 (s, 9H), 1.86-2.04 (m, 4H), 
2.70 (m, 1H), 3.08 (m, lH), 6.83 (d, lH, J = 8.7 Hz), 7.63-7.79 (m, 2H), 8.31 (d, 
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1H, J = 7.2 Hz). 10.27 (s, 1H). 
I a - 1 0 9 
mp 283-285 °C 

iH-NMR (DMSO) 6 ppm: 1.24-1.60 (m, 4H), 1.28 (s, 9H), 1.87-2.04 (m, 4H), 
5 2.42 (m, 1H), 3.09 (m, 1H), 3.87 (s, 2H), 6.82 (d, 1H, J = 8.7 Hz), 7.28-7.43 (m, 
3H), 7.60 (d, 2H, J = 7.8 Hz), 7.68 (d, 1H, J = 7.2 Hz), 7.89 (d, 1H, J = 7.5 Hz), 
9.48 (s, 1H). 
I a — 1 1 0 
mp 263-265 °C 

10 iH-NMR (DMSO) 6 ppm: 1.24-1.54 (m, 4H), 1.27 (s, 9H), 1.76-1.87 (m, 2H), 
1.89-2.01 (m, 2H), 2.17 (m, 1H), 3.04 (m, 1H), 4.01 (s, 4H), 6.01 (s, 2H), 6.44 (d, 
2H, J = 8.7 Hz), 6.77 (d, 1H, J = 8.7 Hz), 7.39 (d, 2H, J = 9,0 Hz), 9.44 (s, 1H). 
I a - 1 1 1 
mp 239-241 °C 

15 IH-NMR (DMSO) 6 ppm: 1.24-1.54 (m, 4H), 1.27 (s, 9H), 1.62-1.76 (m, 4H), 
1.80-2.02 (m, 4H), 2.30 (m, 1H), 2.47-2.59 (m, 2H), 2.66-2.76 (m, 2H), 6.08 (m, 
1H), 6.79 (d, 1H, J -9.0 Hz), 6.88 (d, 1H, J = 6.9 Hz), 7.02 (t, 1H, J = 7.5 Hz), 
7.13 (d, 1H, J = 7.5 Hz), 8.98 (s, lH). 
I a - 1 2 4 

20 mp 247-249 °C 

IH-NMR (DMSO) 6 ppm: 1.15 (d, 6H, J = 6.3 Hz), 1.30 (s, 9H), 2.15-2.26 (m, 
2H), 3.48-3.57 (m, 2H), 3.63-3.76 (m, 2H), 6.92 (d, 2H, J = 8.7 Hz), 7.59 (d, 2H. 
J = 9.0 Hz), 7.38 (d, 2H, J = 9.0 Hz), 7.87 (d, 2H, J = 8.7 Hz), 9.92 (brs, lH), 9.98 
(brs, 1H). 

25 I a - 1 2 5 
mp 228.-232 »C 
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iH-NMR (DMSO) 5 ppm: 1.30 (s, 9H), 1.95-2.08 (m, 2H), 2.77-2.89 (m, 4H), 
7.17 (d, 1H, J = 8.4 Hz), 7.39 (d, 2H, J = 9.0 Hz), 7.42-7.48 (m, 1H), 7.64 (bra, 
1H), 7.87 (d, 2H, J = 9.0 Hz), 9.99 (brs, 2H). 
I a — 1 2 6 
5 mp 244-246 °C 

*H-NMR (DMSO) 5 ppm: 1.31 (s, 9H), 7.42 (d, 2H, J = 8.4 Hz), 7.81 (d-d, 1H, 
J = 2.1 Hz, 8.7 Hz), 7.93 (d, 2H, J = 9.0 Hz), 8.05 (d, 1H, J = 9.0 Hz), 8.66 (d, 1H, 
J = 2.1 Hz), 9.29 (s, 1H), 10.05 (brs, 1H\ 10.39 (brs, 1H). 

I a - 1 2 7 
10 mp 238-239 °C 

1 H-NMR (DMSO) 6 ppm: 1.30 (s, 9H), 4.18-4.27 (m, 4H), 6.81 (d, 1H, J = 8.4 
Hz), 7.16 (d-d, 1H, J = 2.7 Hz, 9.0 Hz), 7.34-7.42 (m, 3H), 7.85 (d, 2H, J = 8.4 Hz), 
9.94 (brs, 1H), 9.99 (brs, 1H). 

I a — 1 2 8 
15 mp 286-287 "C 

*H-NMR (DMSO) 5 ppm: 1.31 (s, 9H), 7.41 (d, 2H, J = 8.7 Hz), 7.71 (d, 2H, J 

= 8.4 Hz), 7.91 (d, 2H, J = 8.7 Hz), 7.99 (d, 2H, J = 8.7 Hz), 10.05 (brs, 1H), 10.44 

(brs, 1H). 

I a - 1 2 9 
20 mp 232-234 °C 

!H-NMR (DMSO) 5 ppm: 1.27 (s, 9H), 1.3-1.5 (m, 4H), 1.8-2.0 (m, 4H), 2.25 

(1H, m), 3.07 (m, 1H), 6.80 (d, 1H, J=9.0), 7.37 (d, 1H, J= 8.1), 7.53 (t, 1H, 

J=8.1), 7.75 (t, 1H, J= 8.1), 8.12 ( s, 1H), 10.16 (s, 1H). 

I a - 1 3 0 
25 mp 274-277 °C 

*H-NMR (DMSO) 5 ppm: 1.27 (s, 9H), 1.23-1.58 (m, 4H), 1.81-2.03 (m, 4H), 
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2.28 (m, 1H), 3.07 (m, 1H), 6.80 (d, 1H, J = 8.4 Hz), 7.36 (d-d, 1H, J = 0.9 Hz, 5.7 
Hz), 7.43 (d-d, 1H, J = 2.1 Hz, 8.7 Hz), 7.60 (d, 1H, J = 5.4 Hz), 7.78 (d, 1H, J = 
8.7 Hz), 8.40 (d, 1H, 1.8 Hz), 9.97 (brs, 1H). 
I a — 1 3 1 
5 mp 259-260 °C 

1 H-NMR (DMSO) 8 ppm. 1.31 (s, 9H), 7.40 (d, 1H, J = 4.8 Hz), 7.41 (d, 2H, J 
= 8.7 Hz), 7.66 (d, 1H, J = 5.1 Hz), 7.67 (d-d, 1H, J = 1.8 Hz, 8.7 Hz), 7.84 (d, 1H, 
J = 9.0 Hz), 7.92 (d, 2H, J = 8.7 Hz), 8.50 (s, 1H), 10,03 (brs, 1H), 10,27 (brs 1H). 
I a - 1 3 2 

10 mp 265-266 °C 

*H-NMR (DMSO) 8 ppm: 1.17 (d, 6H, J = 6.6 Hz), 1.31 (s, 9H), 4.10 (m, 1H), 
7.35-7.46 (m, 3H), 7.54 (d, 1H, J = 7.5 Hz), 7.87-7.97 (m, 3H), 8.15 (brs, lH), 
8.20 (d, 1H, J = 7.5 Hz), 10.03 (brs, 1H), 10.25 (brs, 1H). 
I a - 1 3 3 

15 mp 249-250 °C 

iH-NMR (DMSO) 5 ppm: 1.31 (s, 9H), 7.41 (d, 2H, J = 8.7 Hz), 7.45 (d, lH, J 
= 5.4 Hz), 7.67 (d-d, 1H, J = 1.8 Hz, 8.7 Hz), 7.76 (d, 1H, J = 5.4 Hz), 7.92 (d, 2H, 
J = 8.7 Hz), 7.95 (d, 1H, J = 8.1 Hz), 8.39 (d, lH, J = 1.8 Hz), 10.02 (brs, lH), 10 
23 (brs, 1H). 
20 I a — 1 3 4 

mp 305-306 »C • 

!H-NMR (DMSO) 6 ppm: 1.25 (m, 2H), 1.25 (s, 9H), 1.52 (m, 2H), 1.82 (m, 
2H,), 1.94 (m, 2H), 2.13 (m, 1H), 3.04 (m, 1H), 6.00 (d, 1H, J= 8.1), 6.74 (d, 1H, 
J= 8.4), 7.3-7.5 ( m, 6H), 7.85 (d, 2H, J=7.5), 8.31 (d, 1H, J=8.4). 
25 I a - 1 3 5 
mp 220-222 »C 
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iH-NMR (DMSO) 8 ppm: 1.27 (s, 9H), 1.3-1.5 ( m, 4H), 1.8-2.0 (m, 4H), 2.37 
(m, 1H), 3.03 (m, 1H), 6.80 (d, 1H, J=8.7), 7.04 (m, 1H), 7.29 (m, 1H), 7.79 ( m, 
1H), 9.60 (s, 1H). 
I a - 1 3 6 
5 mp 263-264 °C 

!H-NMR (DMSO) 6 ppm: 1.27 ( s, 9H), 1.3-1.5 (m, 4H), 1.8-2.0 (m, 4H), 
2.20( m, 1H), 3.03 (m, 1H), 6.80 (d, 1H, J= 8.4), 6.87 ( m, 1H), 7.31 (m, 2H), 
10.21 (s, 1H). 
I a - 1 3 7 
10 mp 260-262 °C 

iH-NMR (DMSO) 6 ppm: 1.27 ( s, 9H), 1.3-1.5 ( m, 4H), 1.8-2.0 (m, 4H), 2.30 
(m, 1H), 3.05 (m, 1H), 6.80 (d, 1H, J= 8.4), 7.13 (t, 2H, J= 8.1), 7.31 (m, 1H), 9.52 
(s, 1H). 
I a - 1 3 8 
15 mp 270-273 °C 

iH-NMR (DMSO) 5 ppm: 1.27 (s, 9H), 1.3-1.5 (m, 4H), 1.8-2.0 (m, 4H), 2.12 
(m, 1H), 3.05 (m, 1H), 6.79 (d, 1H, J=9.0), 7.31 (m, 2H), 7.80 (m, 1H), 10.05 (a, 
1H). 

I a - 1 3 9 
20 mp 267-270 °C 

iH-NMR (DMSO) 6 ppm: 1.30 (s, 9H), 4.05 (s, 4H), 6.04 (s, 2H), 6.51 (d, 2H, 
J = 8.7 Hz), 7.34 (d, 2H, J = 8.4 Hz), 7.54 (d, 2H, J = 8.4 Hz), 7.87 (d, 2H, J = 8.4 
Hz), 9.82 (bra, 1H), 9.97 (brs, 1H). 
I a - 1 4 0 
25 mp 227-229 °C 

iH-NMR (DMSO) 6 ppm: 1.22 (d, 6H, J = 6.6 Hz), 1.20-1.57 (m 4H), 1.80-2.01 
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(m, 4H), 2.27 (m, 1H), 2.95-3.22 (m, 2H), 6.99 (d,lH, J = 7.8 Hz), 7.65 (d, 2H, J 
= 8.7 Hz), 7.80 (d, 2H, J = 8.4 Hz), 10.18 (brs, lH). 
I a — 1 4 1 
mp 205-207 °C 

5 iH-NMR (DMSO) <5 ppm: 1.22 (d, 6H, J = 6.9 Hz), 1.20-1.55 (m, 4H), 1.75-2.05 
(m, 6H), 2.21 (m, lH), 2.72-2.85 (m, 4H), 2.93-3.20 (m, 2H), 6.98 (d, 1H, J = 8.1 
Hz), 7.10 (d, 1H, J = 8.1 Hz), 7.26 (d-d, 1H, J = 2.1 Hz, 8.1 Hz), 7.51 (s, 1H), 9.67 
(brs, 1H). 
I a - 1 4 2 

10 mp 295-296 °C 

!H-NMR (DMSO) 5 ppm: 1.15 (d, 6H,J=6.6), 1.27 (s, 9H), 1.3-1.5 (m, 4H), 
1.8-2.0 (m, 4H), 2.27 (m, lH), 3.05 (m, lH), 4.07 (m, lH), 6.80 (d, lH, J=8.7), 
7.64 (d, 2H, J=8.7), 7.79 (d, 2H, J=8.7), 8.06 (d, lH, J=7.5), 10.01 (s, 1H). 
I a - 1 4 3 

15 mp 146-147 "C 

iH-NMR (DMSO) 8 ppm: 1.26 (s, 9H), 1.5-1.7 (m, 4H), 2.36 (t, 2H, J=7.8), 
3.03 (q, 2H, J=6.3), 6.89 (t, 1H, J=6.3), 7.66 (d, 2H, J=8.4), 7.80 (d; 2H, J=8.4), 
10.25 (8, 1H). 
I a - 1 4 4 

20 mp 138-140 °C 

iH-NMR (DMSO) 8 ppm: 1.21 (d, 6H, J=6.0), 1.4-1.7 (m, 4H), 2.37 (t, 2H, 
J=7.5), 2.96 (q, 2H, J=6.3), 3.14 (m, lH), 6.99 (t, lH, J=5.4), 7.66. (d, 2H, J=7.8), 
7.81 (d, 2H, J=7.8), 10.26 (s, lH). 
I a - 1 4 5 

25 mp 134-136 °C 

iH-NMR (DMSO) 6 ppm: 1.26 (s, 9H), 1.39 (m, 2H), 1.4-1.7 (m, 4H), 2.28 (t, 
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2H, J=7.2), 2.79 (m, 4H), 3.02 (q, 2H, J=7.2), 6.88 (t, lH, J=6.0), 7.10 (t, 1H, 
J=6.0), 7.51 (s, 1H), 9.73 (s, 1H). 
I a - 1 4 6 
mp 135-137 °C 

5 iH-NMR (DMSO) 6 ppm: 1.20 (d. 6H, J=6.6), 1.4-1.7 (m, 4H), 1.99 (m, 2H), 
2.28 (t, 2H, J=7.2), 2.79 (m, 4H), 2.94 (q, 2H, J=6.3), 3.13 (m, 1H), 6.98 (t, 1H, 
J=6.9), 7.10 (d, 2H, J=8.1), 7.26 (d, 2H, J=8.1), 7.51 (s, 1H), 9.73 (s.lH). 
I a — 1 4 7 
mp 206-207 °C 

10 iH-NMR(DMSO) 6 ppm: 1.29 (s, 9H), 4.54 (d, 2H, J = 5.7 Hz), 7.35 (d, 2H, J 
= 9.0 Hz), 7.52 (d, 2H, J = 7.8 Hz), 7.69 (d, 2H, J = 8.1 Hz), 7.83 (d, 2H, J = 
8.7Hz), 9.02 (t, 1H, J = 5.7 Hz), 9.97 (brs, 1H). 
I a - 1 4 8 
mp 250-251 °C 

15 !H-NMR (DMSO) 6 ppm: 1.30 (s, 9H), 7.18 (t, 2H, J = 9.3 Hz), 7.40 (d, 2H, J 
= 8.7 Hz), 7.76 (d-d, 2H, J = 5.1 Hz, 9.3 Hz), 7.88 (d, 2H, J = 9.0 Hz), 10.02 (brs, 
1H), 10.17 (brs, 1H). - 
I a - 1 4 9 
mp 220-222 °C 

20 iH-NMR (DMSO) 6 ppm: 1.30 (s, 9H), 3.74 (s, 3H), 6.92 (d, 2H, J = 9.0 Hz), 
7.38 (d, 2H, J =-9.0 Hz), 7.64 (d, 2H, J = 9.0 Hz), 7.87 (d, 2H, J = 9.0 Hz), 9.99 (s, 
2H). 

I a - 1 5 0 
mp 264-266 °C 

25 iH-NMR (DMSO) 6 ppm: 1.31 (s, 9H), 1.66-1.76 (m, 4H), 2.57- 2.66 (m, 2H), 
2,71-2.80 (m, 2H), 6.98 (m, 1H), 7.06-7.16 (m, 2H), 7.38 (d, 2H, J = 9.0 Hz), 7.90 
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(d, 2H, J = 8.7 Hz), 9.60 (s, 1H), 9.99 (s, 1H). 
I a - 1 5 1 
mp 235-236 °C 

1 H-NMR (DMSO) 6 ppm: 1.03-1.39 (m, 5H), 1.27 (s, 9H), 1.55-1.87 (m, 5H), 
5 3.73 (m, 1H), 7.31 (d, 2H, J = 8.7 Hz), 7.76 (d, 2H, J = 8.4 Hz), 8.01 (d, 1H, J = 
7.8 Hz), 9.90 (s, 1H). 
I a - 1 5 2 
mp 244-246 °C 

1 H-NMR (DMSO) 6 ppm: 0.50-0.72 (m, 4H), 1.27 (s, 9H), 2.81 (m, 1H), 7.31 (d, 
10 2H, J = 8.7 Hz), 7.73 (d, 2H, J = 8.7 Hz), 8.30 (d, 1H, J = 4.2 Hz), 9.91 (brs, 1H). 
I a — 1 5 3 
mp >300 °C 

*H-NMR (DMSO) <5 ppm: 1.06 (m, 6H), 1.27 (e, 9H), 1.2-1.5 (m, 4H), 1.8-2.0 
(m, 4H), 2.25 (m, lH), 2.7 (m, 1H), 3.05 (m, 1H), 3.51 (m, 4H), 4.30 (m, 1H), 6.80 
15 (d, 1H, J=8.4), 7.34 (d, 2H, J=8.4), 7.65 (d, 2H, J=8.4), 10.01 (s, 1H). 
1 a - 1 5 4 
mp 247-249 °C 

iH-NMR (DMSO) 8 ppm: 1.05 (m,6H), 1.27 (s, 9H), 1.2-1.5 (m, 4H), 1.8-2.0 (m, 
4H), 2.23 (m, 1H), 2.77 (m, 1H), 3.05 (m, 1H), 3.52 (m, 4H), 4.33 (m, 1H), 6.80 (d, 
20 1H, J=9.0), 7.03 (d, 1H, J=7.8), 7.35 (t, 1H, J=7.8), 7.59 (d, lH, J=7.8), 7.68 (s, 
1H), 9.96 (s, 1H). 
I a - 1 5 5 
mp 258-259 °C 

1H-NMR (DMSO) 6 ppm: 1.25(m, 2H), 1.50 (m,2H), 1.86 (m, 2H), 1.99 (m, 2H), 
25 2.28 (m ,.1H), 2.93 (s, 3H), 3.10 (m, 1H), 7.02 (d, 1H, J=7.5), 7.65 (d, 2H, J=8.4), 
7.80 (d, 2H, J=8.4). 10.20 (s, lH). 
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I a — 1 5 6 
mp 250-253 °C 

l H-NMR (DMSO) 5 ppm: 1.28 (m, 2H), 1.50 (m, 2H), 1.82 (m, 2H), 2.00 (m, 
4H), 2.22 (m, 1H), 2.79 (m, 4H), 2.92 (s, 3H), 3.11 (m, 1H), 7.01 (d, 1H, J=(.l), 
5 7.26 (d, 1H, J=8.1), 7.51 (s, 1H), 9.68 (s, 1H). 
I a - 1 5 7 
mp 259-262 «C 

iH-NMR (DMSO) 6 ppm: 1.13 (d, 6H, J=6.0), 1.25 <m, 2H), 1.50 (m, 2H), 1.80 
(m, 2H), 1.95 (m, 2H), 2.17 (m, 3H), 2.92 (s, 3H), 3.10 (m, 1H), 3.70 (m,2H), 3.68 
10 (m, 2H), 6.86 (d, 2H J=9.3), 7.00 (d, 1H, J=7.2), 7.43 (d, 2H, J=9.3), 9.58 (s, 1H). 
I a — 1 5 8 
mp 298-300 °C 

iH-NMR (DMSO) 6 ppm: 1.31 (s, 9H), 7.30-7.50 (m, 5H), 7.63-7,71 (m, 4H), 
7.87 (d, 2H, J = 8.7 Hz), 7.91 (d, 2H, J = 9.0 Hz), 10.03 (brs, 1H), 10.22 (brs, 1H). 
15 I a — 1 5 9 
mp 278-281 °C 

*H-NMR (DMSO) 6 ppm: 0.74-1.87 (a, 20H), 1.29 (a, 9H), 3.76 (m, 1H), 7.32 
(d, 2H, J = 8.4 Hz), 7.75 (d, 2H, J = 8.7 Hz), 7.75 (d, lH, J = 8.7 Hz), 7.90 (brs, 
1H). 

20 I a — 1 6 O 

mp 227-228 °C • 

1H-NMR (DMSO) 8 ppm: 1.22-1.55 (m, 4H), 1.27 (s, 9H), 1.80-2.02 (m, 4H), 
2.23 (m, 1H), 3.06 (m, 1H), 6.78 (d, 1H, J = 8.7 Hz), 7.45 (t, 1H, J = 9.9 Hz), 7.82 
( m, 1H), 8.12 (d-d, 1H, J = 2.4 Hz, 6.3 Hz), 10.17 (brs, 1H). 
25 I a - 1 6 1 
mp 259-260 °C 
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X H-NMR (DMSO) 6 ppm: 1.22-1.54 (m, 4H), 1.27 (s, 9H), 1.78-2.01 (m, 4H), 
2.16 (s, 3H), 2.21 (m, 1H), 3.05 (m, 1H), 6.77 (d, 1H, J = 8.4 Hz), 7.12-7.21 (m, 
2H), 7.53 (m, 1H), 9.90 (brs, 1H). 
I a - 1 6 2 
5 mp 222-226 °C 

1 H-NMR (DMSO) 5 ppm: 1.15 (d,6H,J = 6.3 Hz), 1.26 (d, 6H, J = 6.9 Hz), 
2.16-2.26 (m, 2H), 3.31 (m, 1H), 3.48-3.58 (m, 2H), 3.63-3.76 (m, 2H), 6.92 (d, 
2H, J = 9.0 H), 7.32 (d, 2H, J = 8.7 Hz), 7.59 (d, 2H, 9.0 Hz), 7.89 (d, 2H, J = 9.0 
Hz), 9.92 (s, 1H), 10.13 (brs, 1H). 
10 I a - 1 6 3 
mp 197-200 °C 

*H-NMR (DMSO) 8 ppm: 1.26 (d, 6H, J = 6.3 Hz), 1.95-2.09 (m, 2H), 2.77-2.90 
(m, 4H), 3.32 (m, 1H), 7.17 (d, 1H, J = 8.1 Hz), 7.32 (d, 2H, J = 8.7 Hz), 7.45 (d-d, 
1H, J = 1.8 Hz, 8.1 Hz), 7.64 (brs, 1H), 7.90 (d, 2H, J = 8.7 Hz), 9.99 (brs, 1H), 
15 10.13 (brs, 1H). 
I a - 1 6 4 
mp 145-247 »C 

iH-NMR (DMSO) 5 ppm: 1.27 (s, 9H), 1.3-2.0 (m, 16H), 2.19 (m, 1H), 3.05 (m, 
1H), 4.74 (m, 1H), 6.79 (d, 1H, J=9.0), 6.80 (d, 2H, J=9.0), 7.47 (d, 2H, J=9.0), 
20 9.63 (s, 1H). 

I a - 1 6 5 • 
mp >300 °C 

*H-NMR (DMSO) 6 ppm: 1.03-2.02 (m, 18H), 1.27 (s, 9H), 2.26 (m, 1H), 3.06 
(m, 1H), 3.73 (m, 1H), 6.78 (d, 1H, J = 8.7 Hz), 7.63 (d, 2H, J = 9.0 Hz), 7.78 (d, 
25 2H, J = 8.7 Hz), 8.02 (d, 1H, J = 8.1Hz), 10.00 (brs, 1H). 
I a - 1 6 6 
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mp 200-201 °C 

!H-NMR (DMSO) 5 ppm: 1.03-2.02 (m, 18H), 1.27 (s, 9H), 2.25 (m, 1H), 3.06 
(m, 1H), 3.73 (m, 1H), 6.78 (d, 1H, J = 8.7 Hz), 7.33 (t, 1H, J = 8.1 Hz), 7.46 (d, 
1H, J = 8.1 Hz), 7.76 (m, 1H), 7.94 (m, 1H), 8.14 (d, 1H, J = 8.1 Hz), 9.92 (brs, 
5 1H). 

I a - 1 6 7 
mp 282-285 °C 

!H-NMR (DMSO) 6 ppm: 1.22-1.57 (m, 4H), 1.27 (s, 9H), 1.87-2.03 (m, 4H), 
2.49 (m, 1H), 3.07 (m, 1H), 6.83 (d, 1H, J = 8.7 Hz), 13.20 (brs, 1H). 
10 I a - 1 6 8 
mp 120-124 °C 

!H-NMR (DMSO) 6 ppm: 0.94-1.66 (m, 14H), 1.27 (s, 9H), 1.80-2.04 (m, 4H), 
2.25 (mlH), 2.92 (m, 1H), 3.06 (m, 1H), 6.78 (d, 1H, J = 8.7 Hz), 7.42-7.53 (m, 
2H), 7.63 (d, 1H, J = 7.2 Hz), 7.73 (m, 1H), 8.17 (m, 1H), 10.11 (brs, 1H). 
15 I a — 1 6 9 
mp 256-257 °C 

!H-NMR (DMSO) 8 ppm: 0.93-1.20 (m, 5H), 1.24-1.64 (m, 9H), 1.27 (s, 9H), 
1.80-2.02 (m, 4H), 2.27 (m, 1H), 2.87 (m, 1H), 3.06 (m, 1H), 6.79 (d, 1H, J = 9.0 
Hz), 7.48 (d, 1H, J = 7.2 Hz), 7.68-7.79 (m, 4H), 10.17 (brs, 1H). 
20 I a - 1 7 1 

mp 242-244 °C • 

l H-NMR (DMSO) 5 ppm: 1.27 (m, 12H), 1.45 (m, 4H), 1.90 (m, 4H), 2.25 (m, .. 
1H), 3.07 (m, 1H), 3.67 (m, 2H), 6.77(d, 1H, J=8.7), 6.90 (d, 1H, J=7.8), 7.31 (t, 
1H, J=7.5), 7.53 (d, 1H, J=7.8), 7.59 (s,lH), 9.89 (s, 1H). 
25 I a - 1 7 2 
mp >310 °C 
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1H-NMR (DMSO) 8 ppm: 1.27 (m, 12H), 1.38 (m, 4H), 1.84 (m, 2H), 1.97 (m, 
2H), 2.25 (m, 1H), 3.07 (m, lH), 3.66 (m, 2H), 6.81 (d, 1H, J=8.7), 7.20 (d, 2H, 
J=6.7), 7.61 (d, 2H, J=8.7), 9.94 (s, 1H). 
I a — 1 7 3 
5 mp 279-281 °C 

J-H-NMR (DMSO) 8 ppm: 1.27 (s, 9H), 1.3-1.5 (m, 4H), 1.83 (m, 6H), 1.93 (m, 
2H), 2.21 (m, 1H), 2.36 (m, 2H), 3.05 (m, 1H), 3.54 (m, 2H), 6.79 (d, 1H, J=8.7), 
7.16 (d, 2H, J=9.0), 7.56 (d, 2H, J=9.0), 9.83 (s, lH). 
I a - 1 7 4 
10 mp 258-262 °C 

*H-NMR (DMSO) 8 ppm: 0.29 (m, 2H), 0.53 (m,2H), 1.20 (m, 1H), 1.27 (s, 9H), 
1.3-1.5 (m, 4H), 1.7-2.0 (m, 4H), 2.20 (m, 1H), 3.05 (m, 1H), 3.75 (d, 2H, J=6.9), 
6.79 (d, 1H, J=9.0), 6.83 (d, 2H, J=9.0), 7.46 (d, 2H, J=9.0), 9.64 (s, lH). 
I a — 1 7 5 

15 mp 246-248 °C 

iH-NMR (DMSO) 8 ppm: 1.27 (s, 9H), 1.3-2.0 (m, 18H), 2.19 (m, 1H), 3.04 (m, 
1H), 4.23 (m, 1H), 6.79 (d, lH, J=8.7), 6.84 (d, 2H, J=9.0), 7.45 (d, 2H, J=9.0), 
9.64 (8, 1H). 
I a — 1 7 6 

20 mp 200-202 "C 

iH-NMR (DMSO) 8 ppm: 1.27 (s, 9H), 1.3-2.0 (m, 18H), 2.21 (m, lH), 3.05 (m, 
1H), 4.23 (m, 1H), 6.57 (d, lH, J=6.9), 6.80 (d, lH, J=9.0), 7.0-7.2 (m, 2H), 7.28 
(s, 1H), 9.74 (s, 1H). 
1 a - 1 7 7 

25 mp 266-268 °C 

iH-NMR (DMSO) 6 ppm: 1.22-1.56 (m, 4H), 1.27 (s, 9H), 1.79-2.02 (m, 4H), 
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2.25 (m,lH), 3.05 (m, 1H), 6.56 (m, 1H), 6.77-6.84 (m, 2H), 7.58-7.71 (m, 5H), 
9.92 (brs, 1H). 
I a - 1 7 8 
mp 223-224 »C 

5 !H-NMR (DMSO) 5 ppm: 1.26-1.54 (m,4H), 1.27 (s, 9H), 1.81-2.02 (m,4H), 
2.45 (m, 1H), 3.06 (m, 1H), 6.80 (d, 1H, J = 8.7 Hz), 8.15 (d-d, 1H, J = 2.4 Hz, 9.0 
Hz), 8.27 (d, 1H, J = 9.0 Hz), 8.70 (m, 1H), 10.85 (brs, 1H). 
I a - 1 7 9 
mp 224-227 °C 

10 1 H-NMR (DMSO) 5 ppm: 1.24-1.56 (m, 4H), 1.27 (s, 9H), 1.80-2.03 (m, 4H), 
2.27 (m, 1H), 3.06 (m, 1H), 6.80 (d, 1H, J = 8.7 Hz), 6.90 (d, 1H, J = 1.8 Hz), 
7.72-7.84 (m, 4H), 8.60 (d, 1H, J = 1.8 Hz), 10.09 (brs, 1H). 
I a - 1 8 0 
mp 226-227 °C 

15 1 H-NMR (DMSO) 6 ppm: 0.92 (d, 6H, J = 6.6 Hz), 1.26-1.55 ( m, 4H), 1.27 (s, 
9H), 1.80-2.03 (m, 4H), 2.27 (m, 1H), 3.05 (m, 1H), 3.20 (m, 1H), 6.80 (d, 1H, J 
= 8.7 Hz), 7.42 (d, 1H, J = 7.2 Hz), 7.67-7.79 (m, 4H), 10.19 (brs, 1H). 
I a - 1 8 1 
mp 191-192 °C 

20 iH-NMR (DMSO) 6 ppm: 0.95 (d, 6H, J = 6.6 Hz), 1.26-1.55 (m, 4H), 1.27 (s, 
9H), 1.80-2.03 (m, 4H), 2.25 (m, 1H), 3.06 (m, 1H), 3.23 (m, 1H), 6.80 (d, 1H, J 
= 8.4 Hz), 7.41-7.53 (m, 2H), 7.58 (d, 1H, J = 7.2 Hz), 7.73 (m, 1H), 8.18 (ra, 1H), 
10.13 (brs, 1H). 
I a - 1 8 2 

25 mp 192-193 °C 

!H-NMR (DMSO) 6 ppm: 0.30 (m, 2H), 0.55 (m, 2H), 1.2-1.5 (m, 5H), 1.27 (s, 
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1H), 1.8-2.0 (m, 4H), 2.20 (m, 1H), 3.04 (m, 1H), 3.75 (d, 2H, J=6.9), 6.58 (m, 
1H), 6.79 (d, 1H, J=8.7), 7.0-7.2 (m, 2H), 7.31 (s, 1H), 9.76 (s, 1H). 
I a - 1 8 3 
mp >310 »C 

5 *H-NMR (DMSO) 8 ppm: 1.27 (s, 9H), 1.3-1.5 (m,4H), 1.82 (m, 2H), 1.97 (m, 
2H), 2.04 (m, 2H), 2.39 (m, 1H), 2.46 (t, 2H, J=7.8), 3.07 (m, 1H), 3.79 (t, 2H, 
J=7.5), 6.79 (d, 1H, J=8.7), 7.56 (m, 4H), 9.80 (s, 1H). 
I a - 1 8 4 
mp 281-283 °C 

10 iH-NMR (DMSO) 8 ppm: 1.24-1.57 (m, 4H), 1.27 (s, 9H), 1.80-2.04 (m, 4H), 

2.27 (m, 1H), 3.06 (m, 1H), 6.80 (d, 1H, J = 9,0 Hz), 7.33 (s, 1H), 7.75 (d, 2H, J 
= 9.3 Hz), 7.91 (d, 2H, J = 8.7 Hz), 8.16 (s, 1H), 10.09 (brs, 1H). 

I a - 1 8 5 
mp 226-227 °C 

15 1 H-NMR (DMSO) 5 ppm: 1.24-1.58 (m, 10H), 1.27 (s, 9H), 1.81-2.02 (m, 4H), 

2.28 (m, 1H), 2.78-2.88 (m, 4H), 3.06 (m, 1H), 6.80 (d, 1H, J = 8.7 Hz), 7.64 (d, 
2H, J - 8.7 Hz), 7.82 (d, 2H, J = 8.7 Hz), 10.25 (brs, 1H). 

I a — 1 8 6 
mp 148-150 °C 

20 iH-NMR (DMSO) 8 ppm: 1.25-1.60 (m, 10H), 1.27 (s, 9H), 1.82-2.03 (m, 4H), 
2.24 (m, 1H), 2?82-2.92 (m, 4H), 3.06 (m,lH), 6.79 (d, 1H, J = 8.4 Hz), 7.36 (m, 
1H), 7.55 (t, 1H, J = 7.8 Hz), 7.84 (m, 1H), 8.06 (m, 1H), 10.18 (brs, 1H). 
I a - 1 8 7 
mp >310 °C 

25 !H-NMR(DMSO) 8 ppm: 1.27 (s, 9H), 1.36 (s, 9H), 1.43 (m,4H), 1.85 (m, 2H), 
1.93 (m, 2H), 2.27 (m, 1H), 3.06 (m, 1H), 6.80 (d, 1H, J=8.7), 7.58 (s, 1H), 7.62 (d, 
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2H), 7.75 (d, 2H, J=9.0), 10.00 (s, 1H). 
I a - 1 8 8 
mp 285-292 »c 

!H-NMR (DMSO) 6 ppm: 0.85 (t, 3H, J=7.5), 1.11 (d, 3H, J=6.3), 1.26 (s, 9H), 
5 1.3-1.6 (m, 6H), 1.85 (m, 2H), 1.95 (m, 2H), 2.27 (m, 1H), 3.06 (m, 1H), 3.90 (m, 
1H), 6.80 (d, 1H, J=8.4), 7.64 (d, 2H, J=8.7), 7.79 (d, 2H, J=8.7), 7.99 (d, 1H, 
J=8.1), 10.02 (s, 1H). 
I a — 1 8 9 
mp 278-281 °C 

10 !H-NMR (DMSO) 5 ppm: 1.27 (s, 9H), 1.2-2.0 (m, 17H), 2.03 (m, 2H), 3.03 (m, 
1H), 6.79 (d, 1H, J=8.4), 7.1-7.3 (m, 3H), 7.94 (s, 1H), 9.78 (m, 2H). 
I a - 1 9 0 
mp >310 »C 

!H-NMR (DMSO) 8 ppm: 1.1-2.0 (m, 17H), 1.27 (s, 9H), 2.25 (m, 2H), 3.03 (m, 
15 1H), 6.79 (d, 1H, J=8.7), 7.48 (m, 4H), 9.71 (m, 2H). 
I a - 1 9 1 
mp 275-277 "C 

!H-NMR (DMSO) 6 ppm: 1.16 (d, 6H, J = 6.6 Hz), 1.31 (s, 9H), 4.09 (m, 1H), 
7.41 (d, 2H, J = 8.7 Hz), 7.84 (s, 4H), 7.90 (d, 2H, J = 9.0 Hz), 8.11 (d, 1H, J = 7.5 
20 Hz), 10.04 (brs, 1H), 10.30 (brs, 1H). 
I a - 1 9 2 • 
mp 204^205 °C 

!H-NMR (DMSO) 5 ppm: 1.15 (d, 6H, J = 6.6 Hz), 1.20-1.56 (m, 4H), 1.22 (d, 
6H, J = 6.6 Hz), 1.78-2.00 (m, 4H), 2.25 (m, 1H), 2.98-3.22 (m, 2H), 4.06 (m, 1H), 
25 6.99 (d, 1H, J = 8.1 Hz), 7.34 (t, 1H, J = 8.1 Hz), 7.46 (d, 1H, J = 7.8 Hz), 7.75 (m 
1H), 7.96 (m, 1H), 8.17 (d, 1H, J = 8.7 Hz), 9.94 (brs, 1H). 
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I a - 1 9 3 
mp 285-286 °C 

iH-NMR (DMSO) 6 ppm: 1.15 (d, 6H, J = 6.6 Hz), 1.20-1.56 (m, 4H), 1.22 (d, 
6H, J = 6.9 Hz), 1.79-2.00 (m, 4H), 2.26 (m, 1H), 2.97-3.20 (m, 2H), 4.07 (m, 1H), 
5 6.99 (d, 1H, J = 7.8 Hz), 7.64 (d, 2H, J = 8.7 Hz), 7.79 (d, 2H, J = 8.7 Hz), 8.06 (d, 
1H, J = 7.5 Hz), 10.02 (brs, 1H). 
I a - 1 9 4 
mp 248-250 °C 

iH-NMR (DMSO) 5 ppm: 1.22-1.57 (m, 4H), 1.22 (d, 6H, J = 6.6 Hz), 1.78-2.00 
10 (m, 4H), 2.25 (m, 1H), 2.98-3.22 (m, 2H), 6.56 (m, 1H), 6.82 (d, 1H, J = 3.3 Hz), 
6.99 (d, 1H, J = 7.8 Hz), 7.58- 7.71 (m, 5H), 9.92 (brs, 1H). 
I a - 1 9 5 
mp 271-275 °C 

iH-NMR (DMSO) 5 ppm: 1.27 (s, 9H), 1.28-1.56 (m, 4H), 1.80-2.02 (m, 4H), 
15 2.25 (m, 1H), 3.06 (m, 1H), 6.80 (d, 1H, J = 9.0 Hz), 7.57 (s, 1H), 7.62-7.74 (m, 
4H), 8.39 (6, 1H), 9.99 (brs, 1H). 
I a — 1 9 6 
mp 226-228 °C 

iH-NMR (CDC1 3 ) 8 ppm: 0.30 (m, 2H), 1.23 (d, 6H, J=6.9), 1.2-2.0 (m, 4H), 
20 2.20 (m, 1H), 3.10 (m, 2H), 3.76 (d, 2H, J=6.9), 6.83 (d, 2H, J=8.7), 6.99 (d, 1H, 
J=8.1), 7.46 (d,-2H, J=8.7), 9.65 (s, 1H). 
I a - 1 9 7 
mp 173-175 °C 

iH-NMR (DMSO) 5 ppm:0.31 (m, 2H), 0.56 (m, 2H), 1.22 (d, 6H, J=6.6), 
25 1.2-1.5 (m, 4H), 1.8-2.0 (m, 4H), 2.22 (m, 1H), 3.10 (m, 1H), 3.76 (d, 1H, J=7.2), 
6.58 (d, 1H, J=8.1), 7.0-7.2 (m, 2H), 7.32 (s, 1H), 9.78 (s, 1H). 
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I a - 1 9 8 

mp 233-235 °C 

iH-NMR (DMSO) 5 ppm: 1.25 (d, 6H, J=6.9), 1.2-2.0 (m, 16H), 2.19 (m, 1H), 
3.10 (m, 2H), 4.73 (m, 1H), 6.80 (d, 2H, J=8.7), 6.98 (d, 1H, J=7.8), 7.. 45 (d, 2H, 
5 J=8.7), 9.63 (s, 1H). 
I a - 1 9 9 
mp 185-186 °C 

!H-NMR (DMSO) 6 ppm: 1.22 (d, 6H, J=6.9), 1.2-2.0 (m, 16H), 2.22 (m, 1H), 
3.10 (m, 2H), 4.73 (m, 1H), 6.54 (m, 1H), 7.0-7.2 (m, 2H), 7.3 (s, 1H), 9.75 
10 (s,lH). 

I a - 2 0 0 
mp 235-237 »C 

iH-NMR (DMSO) 5 ppm: 1.27 (a, 9H), 1.3-1.6 (m, 6H), 1.8-2.0 (m, 6H), 2.20 
(m, 1H), 3.05 (m, 1H), 3.45 (m, 2H), 3.82 (m, 2H), 4.47 (m, 1H), 6.79 (d, 1H, 
15 J=9.0), 6.89 (d, 2H, J=9.0), 7.47 (d, 2H,J=9.0), 9.66 (s, 1H). 
I a - 2 0 1 
mp 300-301 »C 

*H-NMR (DMSO) 6 ppm: 1.15 (d, 6H, J = 6.6 Hz), 1.26-1.56 (m, 4H), 1.27 (s, 
9H), 1.82-2.03 (m, 4H), 2.23 (s, 3H), 2.37 (m, lH), 3.06 (m, 1H), 4.07 (m, 1H), 
20 6.81 (d, 1H, J = 8.7 Hz), 7.52 (d, 1H, J = 8.4 Hz), 7.62 (d, 1H, J = 8.4 Hz), 7.68 (s, 
1H), 8.09 (d, 1H, J = 7.5 Hz), 9.22 (brs, lH). 
I a - 2 0 2 
mp 269-270 «C 

iH-NMR (DMSO) 6 ppm: 1.25-1.26 (m, 4H), 1.27 (s, 9H), 1.80-2.03 (m, 4H), 
25 2.25 (m, lH), 3.07 (m, lH), 6.80 (d, lH, J = 8.4 Hz), 7.11 (m, lH), 7.42 (d, lH, J 
= 3.6 Hz), 7.48 (m, lH), 7.58 (d, 2H, J = 8.7 Hz), 7.64 (d, 2H, J = 8.4 Hz), 9.92 
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(brs, 1H). 
I a - 2 0 3 
mp 271-273 °C 

iH-NMR (DMSO) 6 ppm: 1.14-1.54 (m, 9H), 1.26 (s, 9H), 1.63-1.88 (m, 7H), 
5 1.89-2.01 (m, 2H), 2.21 (m, 1H), 2.42 (m, 1H), 3.04 (m, 1H), 6.79 (d, 1H, J = 9.0 
Hz), 7.11 (d, 2H, J = 8.4 Hz), 7.47 (d, 2H, J = 8.1 Hz), 9.70 (brs, 1H). 
I a - 2 0 4 
mp 250-251 °C 

iH-NMR (DMSO) 6 ppm: 1.22-1.39 (m, 2H), 1.22 (d, 6H, J = 6.6 Hz), 1.40-1.57 
10 (m 2H), 1.80-2.01 (m, 4H), 2.28 (m, 1H), 2.98-3.21 (m, 2H), 7.00 (d, 1H, J = 7.8 
Hz), 7.34 (s, 1H), 7.75 (d, 2H, J = 9.0 Hz), 7.91 (d, 2H, J = 8.7 Hz), 8.17 (s, 1H), 
10.10 (brs, 1H). 
I a - 2 0 5 
mp 239-240 °C 

15 iH-NMR (DMSO) 6 ppm: 1.27 (s, 9H), 1.2-1.5 (m, 4H), 1.8-2.0 (m, 5H), 2.08 
(m, 2H), 3.05 (m, 1H), 3.80 (m, 4H), 4.95 (m, 1H), 6.79 (d, 1H, J=8.7), 6.83 (d, 2H, 
J=8.7), 7.48 (d, 2H, J=8.7), 9.66 (s, 1H). 
I a - 2 0 6 
mp 236-238 °C 

20 X H-NMR (DMSO) 8 ppm:1.27 (s, 9H), 1.2-1.7 (m, 8H), 1.8-2.0 (m, 6H), 2.18 (m, 
1H), 3.04 (m, 1H), 3.3-3.6(m, 2H), 3.85 (m, 3H), 6.80 (d, 1H, J=9.0), 6.84 (d, 2H, 
J=9.0), 7.47 (d, 2H, J=9.0), 9.65 (s, 1H). 
I a - 2 0 7. 
mp 224-226 °C 

25 iH-NMR (DMSO) 5 ppm: 1.27 (s, 9H), 1.2-1.5 (m, 4H), 1.8-2.0 (m, 4H), 2.24(m, 
1H), 2.39 (m, 2H), 3.06 (m, 1H), 3.50 (t, 2H, J=7.5), 3.70 (t, 2H, J=6.3), 6.78 (d, 
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1H, J=6.6), 8.83 (m, 1H), 7.25 (m, 1H), 7.27 (m, lH), 7.54 (s.lH), 9.61 (s, lH). 
I a - 2 0 8 
mp 275-277 »C 

1H-NMR (DMSO) 5 ppm: 1.27 (s, 9H), 1.3-1.5 (m, 4H), 1.8-2.0 (m, 4H), 2.22 
5 (m, 1H), 2.38 (m, 2H), 3.07 (m, 1H), 3.47 (t, 2H, J=6.9), 3.69 (t, 2H, J=6.6), 6.80 
(d, 1H, J=8.7), 7.14 (d, 2H, J=8.4), 7.58 (d, 2H, J=8.4), 9.83 (s, 1H). 
I a - 2 0 9 
mp 214-215 °C 

iH-NMR (DMSO) 8 ppm: 1.26-1.56 (m, 4H), 1.27 (s, 9H), 1.80-2.03 (m, 4H), 
10 2.25 (m, 1H), 3.06 (m, 1H), 6.59 (m, lH), 6.81 (d, 1H, J = 8.4 Hz), 6.86 (d, lH, J 
= 2.7 Hz), 7.28-7.40 (m, 2H), 7.47 (m, lH), 7.75 (s, 1H), 8.01 (s, lH), 9.91 (brs, 
1H). 

I a - 2 1 0 
mp 272-275 °C 

15 !H-NMR (DMSO) 8 ppm: 1.31 (s, 9H), 6.59 (m, 1H), 6.87 (d, lH, J = 3.3 Hz), 
7.41 (d, 2H, J = 8.7 Hz), 7.68 (d, 2H, J = 8.7 Hz), 7.72 (m, lH), 7.83 (d, 2H, J = 
8.7 Hz), 7.90 (d, 2H, J = 8.7 Hz), 10.03 (brs, lH), 10.22 (brs, lH). 
I a — 2 1 1 
mp 251-255 °C 

20 iH-NMR (DMSO) 8 ppm: 1.31 (s, 9H), 7.36 (s, lH), 7.41 (d, 2H, J = 8.4 Hz), 
7.91 (d, 2H, J =■ 8.4 Hz), 7.92-8.00 (m, 4H), 8.19 (s, 1H), 10.06 (brs, lH), 10.38 
(brs, 1H). 
I a - 2 1 2 
mp 241-244 °C 

25 !H-NMR (DMSO) 8 ppm: 1.30 (s, 9H), 1.50-1.78 (m, 6H), 1.81-1.97 (m, 2H), 
4.78 (m, 1H), 6.87 (d, 2H, J = 9.0 Hz), 7.38 (d, 2H, J = 8.7 Hz), 7.61 (d, 2H, J = 
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9.0 Hz), 7.87 (d, 2H, J = 8.7 Hz), 9.97 (brs, lH), 9.99 (brs. lH). 
I a — 2 1 3 
mp 283-286 »C 

1 H-NMR (DMSO) 8 ppm: 1.31 (s, 9H), 7.12 (d-d, 1H, J = 3.6 Hz, 5.1 Hz), 7.41 
5 (d, 2H, J = 9.0 Hz), 7.46 (m, 1H), 7.50 (d-d, lH, J = 1.2 Hz, 5.1 Hz), 7.64 (d, 2H, 
J = 8.7 Hz), 7.82 (d, 2H, J = 8.7 Hz), 7.90 (d, 2H, J = 9.3 Hz), 10.03 (brs, 1H), 
10.22 (brs, 1H). 
I a - 2 1 6 
mp 224-225°C 

10 !H-NMR (CDC1 3 ) 8 ppm: 1.22 (d, 6H, J=6.9), 1.2-1.5 (m, 4H), 1.8-2.0 (m, 4H), 
2.45 (m, 1H), 3.12 (m, 2H), 6.99 (d, 1H, J=8.1), 8.15 (m, lH), 8.27 (d, 1H, J=9.0), 
8.69 (s, 1H), 10.86 (s, 1H). 
I a - 2 1 9 
mp 270-272 °C 

15 !H-NMR (DMSO) 6 ppm: 1.28 (s, 9H), 1.34-1.51 (m, 2H), 1.80-1.92 (m, 2H), 
2.83- 2.97 (m, 2H), 3.32 (m, lH), 3.99-4.12 (m 2H), 6.92 (d, lH, J = 8.7 Hz), 7.57 
(d, 2H, J = 8.7 Hz), 7.68 (d, 2H, J = 9.0 Hz), 8.90 (brs, lH). 
I a - 2 2 0 
mp 187-189 °C 

20 iH-NMR (DMSO) 6 ppm: 1.28 (s, 9H), 1.31-1.51 (m, 2H), 1.78-1.90 (m, 2H), 
2.78-2.93 (m, 2H), 3.30 (m, lH), 3.97-4.09 (m, 2H), 6.90 (d, 1H, J = 8.7 Hz), 7.06 
(t, 2H, J = 9.0 Hz), 7.44 (d-d, 2H, J = 4.8 Hz, 9.0 Hz), 8.53 (brs, lH). 
I a - 2 2 1 
mp 260-262 °C 

25 *H-NMR (DMSO) 5 ppm: 1.12-1.50 (m, 7H), 1.28 (s, 9H), 1.63-1.90 (m, 7H), 
2.40 (m, 1H), 2.76-2.91 (m, 2H), 3.28 (m, lH), 3.96-4.09 (m, 2H), 6.90 (d, lH, J 
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= 8.7 Hz), 7.06 (d, 2H, J = 8.4 Hz), 7.32 (d, 2H, J = 8.4 Hz), 8.40 (brs, 1H). 
I a - 2 2 2 
mp 265-267 °C 

1 H-NMR (DMSO) 8 ppm: 1.23 (d, 6H, J = 6.6 Hz), 1.31-1.48 (m, 2H), 1.77-1.90 
5 (m, 2H), 2.84-2.98 (m, 2H), 3.16 (m, 1H), 3.33 (m, 1H), 3.96-4.10 (m, 2H), 7.11 (d, 
1H, J = 7.8 Hz), 7.57 (d, 2H, J = 8.7 Hz), 7.67 (d, 2H, J = 8.4 Hz), 8.90 (brs, 1H). 
I a - 2 2 3 
mp 183-186 °C 

!H-NMR (DMSO) 8 ppm: 1.23 (d, 6H, J = 6.9 Hz), 1.28-1.47 (m, 2H), 1.76-1.88 
10 (m, 2H), 2.80-3.16 (m, 2H), 3.16 (m, 1H), 3.32 (m, 1H), 3.94-4.07 (m, 2H), 
7.00-7.14 (m, 3H), 7.44 (d-d, 2H, J = 4.8 Hz, 9.0 Hz), 8.53 (brs, 1H). 
I a - 2 2 4 
mp 232-234 °C 

*H-NMR (DMSO) 8 ppm: 1.12-1.46 (m, 7H), 1.23 (d, 6H, J = 6.6 Hz), 1.63-1.87 
15 (m, 7H), 2.40 (m, 1H), 2.78-2.93 (m, 2H), 3.15 (m,lH), 3.31 (m,lH), 3.94-4.07 (m, 
2H), 7.06 (d, 2H, J = 8.4 Hz), 7.09 (d, 1H, J = 8.1 Hz), 7.32 (d, 2H, J = 8.4 Hz), 
8.39 (brs, 1H). 
I a — 2 2 5 
mp 222-224 °C 

20 1H-NMR (DMSO) 5 ppm: 1.28 (s, 9H), 1.30-1.61 (m, 4H), 1.77-1.98 (m, 4H), 
2.66-2.90 (m, 2H), 3.28 (m, 1H), 3.40-3.50 (m, 2H), 3.79-3.88 (m, 2H), 3.96-4.08 
(m, 2H), 4.44 (m, 1H), 6.85 (d, 2H, J = 9.0 Hz), 6.91 (d, 1H, J = 9.0 Hz), 7.31 (d, 
2H, J = 9.3 Hz), 8.34 (brs, 1H). 
I a - 2 2 6 

25 mp 194-195 °C 

X H-NMR (CDCI3/DMSO) 8 ppm: 1.39 (d, 6H, J = 7.2 Hz), 1.66 (quintet, 2H, J 
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= 6.8 Hz), 1.87 (quintet, 2H, J = 7.7 Hz), 2.47 (t, 2H, J = 7.5 Hz), 3.11-3.22 (m, 
1H), 3.21 (t, 2H, J = 6.2 Hz), 5.00 (brs, 1H), 7.35-7.56 (m, 5H), 7.86 (d, 1H, J = 

8.4 Hz), 8.05 (dd, 1H, J = 1.8, 8.1 Hz), 8.20 (d, 1H, J = 1.8 Hz), 9.24 (s, 1H). 
I a - 2 2 7 

5 mp >300 °C 

1 H-NMR(DMSO) 5 ppm: 1.22 (d, 6H, J = 6.3 Hz), 1.20-1.40 (m, 4H), 1.74-2.10 
(m, 4H), 2.20-2.40 (m, 1H), 2.39 (s, 3H), 3.00-3.30 (m, 2H), 6.25 (e, 1H), 6.99 (brs, 
1H), 7.43-7.57 (m, 1H), 7.71 (d, 1H, J = 8.1 Hz), 7.76 (s, 1H), 10.27 (s, 1H). 
I a - 2 2 8 
10 mp 168-169 «C 

1 H-NMR (DMSO) 5 ppm: 1.26 (s, 9H), 1.49 (quintet, 2H, J = 7.5 Hz), 1.64 
(quintet, 2H, J = 7.4 Hz), 2.38 (t, 2H, J = 7.2 Hz), 2.40 (s, 3H), 3.04 (q, 2H, J = 

6.5 Hz), 6.25 (s, 1H), 6.89 (t, 1H, J = 6.0 Hz), 7.48 (dd, 1H, J = 1.8, 8.4 Hz), 7.71 
(d, 1H, J = 8.4 Hz), 7.77 (d, 1H, J = 1.8 Hz), 10.33 (s, 1H). 

15 I a - 2 2 9 
mp 174-175 °C 

1H-NMR (DMSO) 6' ppm: 1.21 (d, 6H, J = 6.6 Hz), 1.42-1.56 (m, 2H)', 1.56-1.70 
(m, 2H), 2.33-2.42 (m, 2H), 2.40 (s, 3H), 2.90-3.02 (m, 2H), 3.14 (septet, 1H, J = 
6.5 Hz), 6.26 (s, 1H), 6.99 (brs, 1H), 7.48 (d, 1H, J = 8.4 Hz), 7.71 (d, 1H, J = 8.7 
20 Hz), 7.77 (s, 1H), 10.33 (s, 1H). 
I a - 2 3 0 • 
mp 194-195.»C 

iH-NMR (DMSO) 6 ppm: 0.86 (d, 6H, J = 6.9 Hz), 1.25-1.65 (m, 4H), 1.27 (s, 
9H), 1.81-2.05 (m, 5H), 2.23-2.35 (m, 1H), 2.99-3.15 (m, 1H), 3.36 (d, 2H, J = 7.2 
25 Hz), 6.80 (d, 1H, J = 8.4 Hz), 7.80 (d, 1H, J = 8.4 Hz), 7.87 (d, 1H, J = 8.4 Hz), 
8.19 (s, 1H), 10.44 (s, 1H). 
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I a - 2 3 1 
mp 221-222 °C 

1H-NMR (DMSO) 8 ppm: 0.86 (d, 6H, J = 6.9 Hz), 1.22-1.40 (m, 2H), 1.23 (d, 
6H, J = 6.9 Hz), 1.40-1.58 (m, 2H), 1.82-2.04 (m, 5H), 2.22-2.37 (m, 1H), 3.00- 
5 3.16 (m, 1H), 3.15 (septet, 1H, J = 6.6 Hz), 3.36 (d, 2H, J = 7.5 Hz), 6.99 (d, 1H, 
J = 7.5 Hz), 7.80 (d, 1H, J = 8.4 Hz), 7.86 (d, 1H, J = 8.4 Hz), 8.19 (s, 1H), 10.45 
(s, 1H). 
I a - 2 3 2 
mp 196-197 °C 

10 *H-NMR (CDC1 3 ) 5 ppm: 0.93 (d, 6H, J = 6.6 Hz), 1.42 (8, 1H), 1.60-1.70 (m, 
2H), 1.88 (quintet, 2H, J = 7.4 Hz), 2.02-2.20 (m, 1H), 2.46 (t, 2H, J = 7.7 Hz), 
3.29 (q, 2H, J = 6.1 Hz), 3.48 (d, 2H, J = 7.8 Hz), 4.26 (t, 1H, J = 6.0 Hz), 7.76 (d, 
1H, J = 8.1 Hz), 7.90 (dd, 1H, J = 1.8, 8.1 Hz), 8.07 (d, 1H, J = 1.5 Hz), 8.39 (s, 
1H). 

15 I a - 2 3 3 

m.p. 151-152 °C 

1H-NMR (CDCI3) 5 ppm: 0.93 (d, 6H, J = 6.6 Hz), 1.40 (d, 6H, J = 6.6 Hz), 
1.62-1.69 (m, 2H), 1.88 (quintet, 2H, J = 7.3 Hz), 2.03-2.16 (m, 1H), 2.47 (t, 2H, 
J = 7.5 Hz), 3.21 (septet, 1H, J = 6.8 Hz), 3.23 (q, 2H, J = 6.3 Hz), 3.48 (d, 2H, J 
20 = 7.5 Hz), 4.43 (t, lH, J = 6.0 Hz), 7.76 (d, 1H, J = 8.4 Hz), 7.91 (dd, 1H, J = 1.8, 
8.4 Hz), 8.06 (d, 1H, J = 1.8 Hz), 8.36 (s, 1H). 
I a — 2 3 4 
mp 219-220 °C 

1H-NMR (DMSO-de) 6 ppm: 1.28 (s, 9H), 1.30-1.50 (m, 2H), 1.74-1.88 (m, 2H), 
25 2.83 (t, 2H, J = 11.1 Hz), 3.20-3.32 (m, 1H), 3.94-4.07 (m, 2H), 5.94 (s, 2H), 6.77 
(d, 1H, J = 8.8 Hz), 6.82 (dd, 1H, J = 1.8, 8.7 Hz), 6.89 (d, 1H, J = 8.7 Hz), 7.11 
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(d, 1H, J = 1.8 Hz), 8.38 (s, 1H). 
I a — 2 3 5 
mp 280-282 °C 

iH-NMR (DMSO-de) 5 ppm: 1.27 (s, 9H), 1.26-1.57 (m, 4H), 1.86-2.03 (m, 4H), 
5 2.38-2.50 (m, 1H), 3.00-3.14 (m, 1H), 6.81 (d, 1H, J = 8.4 Hz), 7.29 (t, 1H, J = 8.4 
Hz), 7.43 (t, 1H, J = 7.5 Hz), 7.73 (d, 1H, J = 8.4 Hz), 7.96 (d, 1H, J = 7.5 Hz), 
12.27 (s, 1H). 
I a - 2 3 7 
mp 204-205 »C 

10 iH-NMR (DMSO) 5 ppm: 1.23 (d, 6H, J = 6.6 Hz), 1.29-1.61 (m, 4H), 1.75-1.98 
(m, 4H), 2.78-2.92 (m, 2H), 3.15 (m, 1H), 3.29 (m, 1H), 3.38-3.51 (m, 2H), 
3.78-3.89 (m, 2H), 3.94-4.06 (m, 2H), 4.44 (m, 1H), 6.85 (d, 2H, J = 9.0 Hz), 7.10 
(d, 1H, J = 7.8 Hz), 7.31 (d, 2H, J = 9.3 Hz), 8.34 (brs, 1H). 
I a - 2 3 8 

15 mp 128-130 °C 

1 H-NMR (DMSO) 5 ppm: 1.26 (s, 9H), 1.41-1.53 (m, 2H), 1.55-1.68 (m, 2H), 
2.44 (t, 2H, J = 7.2 Hz), 2.98-3.07 (m, 2H), 6.90 (t, 1H, J = 6.0 Hz), 8.16 (d-'d, 1H, 
J = 2.1 Hz, 8.7 Hz), 8.29 (d, 1H, J = 8.7 Hz), 8.70 (m, 1H), 10.91 (brs, 1H). 
I a - 2 3 9 

20 mp 256-258 °C 

1H-NMR (DMSO) 6 ppm: 1.26-1.53 (m, 4H), 1.26 (s, 9H), 1.76-2.00 (m, 4H), 
2.23 (s, 3H), 2.39 (m, 1H), 3.04 (m, 1H), 6.80 (d, 1H, J = 8.7 Hz), 7.57 (d-d, 1H, 
J = 2.4 Hz, 8.4 Hz), 7.97 (d, 1H, J = 8.4 Hz), 8.12 (m, 1H), 10.26 (brs, 1H). 
I a - 2 4 0 

25 mp 288-290 °C 

iH-NMR (DMSO) 5 ppm: 1.26-1.53 (m, 4H), 1.27 (s, 9H), 1.78-1.90 (m, 4H), 
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2.40 (m, 1H), 3.04 (m, 1H), 6.81 (d, 1H, J = 8.7 Hz), 7.07 (m, 1H), 7.75 (m, 1H), 
8.07 (d, 1H, J = 8.4 Hz), 8.29 (m, 1H), 10.36 (brs, 1H). 
I a — 2 4 1 
mp 249-250 »C 

5 iH-NMR (DMSO) 5 ppm: 1.28 (s, 9H), 1.34-1.50 (m, 2H), 1.79-1.90 (m, 2H), 
2.74-2.98 (m, 2H), 3.32 (m, 1H), 4.02-4.14 (m, 2H), 6.91 (d, 1H, J = 8.4 Hz), 7.94 
(d, 1H, J = 9.0 Hz), 8.04 (d-d, 1H, J = 2.1 Hz, 9.0 Hz), 8.60 (s, 1H), 9.76 (brs, 1H). 
I a - 2 4 2 
mp 250-252 «C 

10 iH-NMR (DMSO) 5 ppm: 1.24 (a, 9H), 1.27 (s, 9H), 1.24-1.54 (m, 4H), 1.76- 
1.88 (m, 2H), 1.90-2.01 (m, 2H), 2.21 (m, 1H), 3.05 (m, 1H), 6.79 (d, 1H, J = 8.7 
Hz), 6.88 (d, 2H, J = 9.0 Hz), 7.48 (d, 2H, J = 9.0 Hz), 9.72 (brs, 1H). 
136-0290 
mp 250-252 °C 

15 iH-NMR (DMSO) 5 ppm: 1.15 (d, 6H, J = 6.6 Hz), 1.28 (s, 9H), 1.35-1.52 (m, 
2H), 1.78-1.92 (m, 2H), 2.20 (s, 3H), 2.81-2.96 (m, 2H), 3.33 (m, 1H), 3.96-4.16 
(m, 3H), 6.92 (d, 1H, J = 8.7 Hz), 7.27 (d, 1H, J = 8.1 Hz), 7.60 (m, 1H), 7.66 (m, 
1H), 8.06 (d, 1H, J ■ 7.8 Hz), 8.14 (brs, 1H). 
I a - 2 4 4 

20 mp 211-213 °C 

IH-NMR (DMSO) 5 ppm: 1.29 (s, 9H), 1.35-1.52 (m, 2H), 1.81-1.93 (m, 2H), 
2.83-2.97 (m, 2H), 3.32 (m, 1H), 4.03-4.14 (m, .2H), 6.93 (d, 1H, J = 8.7 Hz), 7.55 
(d-d, 1H, J = 2.1 Hz, 9.0 Hz), 7.94 (d, 1H, J = 9.0 Hz), 8.29 (d, 1H, J = 1.8 Hz),. 
8.78 (brs, 1H), 9.19 (s, 1H). 

25 I a - 2 4 5 
mp 196-197 °C 
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!H-NMR (DMSO) a ppm: 1.27 (s, 9H), 1.2-1.6 (m, 6H), 1.8-2.0 (m, 6H), 2.23 
(m, 1H), 3.05 (m, 1H), 3.73 (m, 4h), 4.99 (s, 1H), 6.79 (d, 1H, J=8.7), 7.13 (d, 1H, 
J=6.8), 7.22 (t, 1H, J=6.8), 7.49 (d, 1H, J=6.8), 7.72 (s, 1H), 9.78 (s, 1H). 
I a - 2 4 6 
mp 242-244 "C 

!H-NMR (DMSO) 8 ppm: 1.27 (s, 9H), 1.2-1.5 (m, 4H), 1.65 (m, 4H), 1.8-2.0 
(m, 4H), 2.23 (m, 1H), 2.71 (m, 1H), 3.06 (m, 1H), 3.43 (m, 2H), 3.93 (m, 2H), 
6.79 (d, 1H, J=8.7), 6.91 (d, 1H, J=8.7), 7.20 (t, 1H, J=7.5), 7.40 (d, 1H, J=7.5), 
7.53 (s, 1H), 9.76 (s, 1H). 
I a - 2 4 7 
mp 242-245°C 

!H-NMR (DMSO) 5 ppm: 1.27 (s, 9H), 1.2-1.6 (m, 6H), 1.8-2.0 (m, 6H), 2.23 
(m, 1H), 3.05 (m, 1H), 3.74 (m, 4H), 4.94 (brs, 1H), 6.79 (d, lh, J=8.7), 7.38 (d, 
1H, J=8.7), 7.52 (d, 1H, J=8.7), 9.76 (s, 1H). 
I a - 2 4 8 
mp 272-274 °C 

1H-NMR (CDC1 3 ) 6 ppm: 1.27 (s, 9H), 1.2-1.5 (m, 4H), 1.62 (m, 4H), 1.8-2.0 " 
(m, 4H), 2.22 (m, 1H), 2.68 (m, 1H), 3.05 (m, 1H), 3.41 (m, 2H), 3.92 (m, 2H), 
6.79 (d, 1H, J=9.0), 7.15 (d, 2H, J=8.7), 7.50 (d, 2H, J=8.7), 9.73(s, 1H). 

I a - 2 4 9 mp 174-176 °C 

I a - 2 5 0 -mp 255-257 °C 

I a - 2 5 2 mp 249-251 °C 

I a - 2 5 3 mp .120-121 °C 

I a - 2 5 4 mp 236-237 °C 

I a - 2 5 5 mp 172-174 °C 

I a - 2 5 6 mp 257-259 °C 
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I a - 2 5 7 mp 179-180 °C 
I a - 2 5 8 mp 227-229 «C 
I a — 2 5 9 mp 135-136 °C 
KM 1 NPYY5S«fti:*ft5Sl0tt 
5 t J» NPY Y5 H+6 cDNAEM (W096/ 16542 « 

pME18S (Takebe etal. Mol. Cell. Biol. 8, 8957) tc^n-^y^L 
fc. nbtlltftZL'*? * — * Lip of ect AMINES (ffifll. Gibco BRL tfc) 
V*TM&±i»liSCHO LfctfoT h9^^7*^'/9 VUNPYY5 

10 NPYY5S*#«:l»a**fc CHO W&1!>> h MM Lfc$S^p D o * > #38 W fcft 5 <t 
Rtf 30,000 cpm 0[l25l]^^^-Y KYY (IfeWklS. 60 pM : 7-v — v'-Y •AthSi) 
£ <b tK,7yfe^ll««(0.W ^JftLWTyl/^S Vt^ts 20 mM HEPES-Hanks 

&mm* pH 7.4) 25t, 2W^*^-^Hfcl 1% jK y x f- 

5 y»lLfe^7^7^;l'?-GF/C litSSLfc. 50 mM Tris-HCl »ffr 
15 »U P H7.4 \ZXm&'&. #ls^*V>*-\ZLX7?*7 

■ KYYi»*H:»i-<5'»*'fb'fr*©50%ia#ai* (ICsott) £#*fc[Inui, A. et 
al. Endocrinology 131, 2090-2096(1992) #RR], fe*Sr^ 1 ^ <tt>*S 2 l^t. 
#38WU:fli5fc£*tt, NPY YSS^ftt-^i-S^^^^ K YY (NPY £ 13$ 
20 ttR) ©Sg^^Pl^L7t„ ipfe^k-g-ftrt. NPY Y5gSfcK:*tL-taflitt«:S* 



251 



Copied from 1007234b on 1 1/30/2004 



WO 01/37826 



PCT/JPOO/08197 



Ml* 012 CH0»teK:fe»*3 cAMP£ritjqi*Jflsffl 

fc h NPYY5g3£#£ 38 91 CHO*8J}&&, 2.5mM-< -Jzf^)^* ^vu*-* 

V^V (SIGMA £t) #£T-?37°C, 20#HW vdf-a^-i/a VLfcft, *an 
Kl«a^***r*lD L 5 &m'0*a'<-i/a V L> 50 nM NPY&tf 10 

M7t^ 3 y f (Sigma th) £ #D x."C 30 ^P^-f l"**"?— S/h V Lfc. IN 
HC1 £ ^JD L T £ j£ £ it L 7t t& ,± fl? * W cAMP S «r EIA kit( Amersham LIFE 
SIENCE ttS) *fflV>-caiJ^L7^ 0 !J ^flnj»CtS cAMP4/*C*rf 

S NPYWfflif&J^fflSr 100% £ U NPYf^fflK#-f5*38MH:«5^**© 
50%|!1#SS (ICeoffi) Sr*fcfc 0 ~« 4 

IS 1 





binding 
IC 50 (nM) 


cAMP 
IC 50 (nM) 


1-2 


7.5 


72 


1-7 


3 


<10 


Ml 


1.3 


5 


1-18 


4.4 


29 


1-20 


7 


21 


1-22 


8.6 


51 


1-24 


9.6 


71 


1-25 


0.6 


2.6 


1-41 


5.3 


38.2 


1-44 


1.0 


13.4 


1-45 


1.2 


27.9 


1-46 


0.8 


10.5 


1-47 


0.6 


14.9 


1-49 


.0.4 


8.1 


1-50 


0.3 


8.4 


1-53 


4.1 


21 


1-55 


9.0 


40 


1-57 


4.8 


47 


1-59 


0.8 


35 


1-60 


0.69 


18 


1-61 


0.26 


5.3 



1-62 


0.58 


16 


1-63 


1.3 


50 


1-64 


2.2 


80 


1-65 


1.8 


72 


1-66 


1.5 


30 


1-67 


2 


17 


1-69 


3.8 


13 


1-72 


2.3 


2.1 


1-75 


0.55 


3.4 


1-76 


0.61 


5.5 


1-77 


1.8 


28 


1-79 


0.59 


25 


1-83 


0.61 


29 


1-84 


1.3 


25 


1-86 


3.4 


100 


1-87 


0.66 


21 


1-90 


2.8 


50 


1-92 


7 


61 


1-101 


3.9 


38 


1-102 


1.7 


14 


1-106 


6.4 


29 
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X 2 



1-109 


1.2 


3.2 


I- 1 10 


4.3 


13.6 


I- 1 1 1 


1.8 


6. 1 


1-114 


7 


30 


1-116 


1.2 


1 1 


1-120 


1.4 


4.8 


1-123 


1.8 


168 


1-126 


0.6 


13.2 


1-127 


1.4 


30.4 


1-128 


1.3 


10.2 


1-129 


2.1 


174 


1-130 


1.1 


42.5 


1-131 


1.1 


34.8 


1-132 


2.2 


30.4 


1-133 


0.9 


21.1 


1-134 


0.5 


10.0 


1-135 


0.7 


22.0 


1-136 


2.8 




1-137 


1.4 


68.2 


1-138 


1.0 


18.6 


1-139 


0.41 


7.6 


1-140 


0.48 


8.9 


1-141 


0.42 


7.4 


1-142 


0.49 


28 


1-143 


3.5 


44 


1-144 


3.4 


52 


1-146 


2.3 


20 


1-147 


7.1 


63 






15 


1-150 


0.17 


5.2 


1-151 


0.17 


2.6 


1-152 


0.88 


46 


1-153 


1.7 


29 


1-154 


1.1 


11 


1-156 


0.81 


17 


1-160 


0.61 


8.8 


1-161 


0.49 


3.1 


1-162 


1.7 


32 



1-163 


2.3 


83 


1-164 


0.71 


5.9 


1-165 


0.44 


47 


1-166 


0.37 


9.7 


1-167 


0.72 


39 


1-168 


2.1 


32 


1-171 


2.4 


71 


1-172 


0.91 


36 


1-187 


0.58 


13 


1-191 


1.1 


11 


1-196 


1.4 


6.8 


1-197 


6.7 


38 


1-198 


7.2 


33 


1-199 


4.8 


31 


1-202 


6.7 


67 


1-204 


1.0 


6.3 


1-205 


2.9 


17 


1-206 


5.9 


54 


1-207 


4.6 


23 


1-210 


1.1 


13 


1-212 


0.67 


7.5 


1-213 


0.44 


4.0 


Ia-1 


4.8 


31 


Ia-3 


9.2 


150 


Ia-4 


1.4 


15 


Ia-5 


1.6 


43 


Ia-6 


2.4 


23 


Ia-8 


2.9 


34 


Ia-9 


0.94 


11 


Ia-10 


0.47 


2.7 


Ia-11 


0.64 


7.2 


Ia-12 


0.94 


5.5 


Ia-13 


1.5 


3.3 


Ia-14 


418 ' 


28 


Ia-16 


0.1 




Ia-17 


0.1 


1.9 


Ia-20 


4.9 


100 
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*3 



Ia-21 


3.4 


35 


Ia-22 


3.1 


38 


Ia-24 


5.2 


74 


Ia-25 


1.1 


18 


Ia-26 


1.9 


27 


Ia-28 


5.2 
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Ia-29 


1 


7.3 


Ia-30 


2.6 


25 


Ia-31 


3.8 


11 


Ia-32 


0.52 


6.7 


Ia-33 


1.8 


64 


Ia-35 


1.8 


. 


Ia-36 


1.6 


86 


Ia-37 


0.73 


3.8 


Ia-38 


1 


2.2 


Ia-39 


1.5 


3.5 


Ia-40 


2.2 


9.3 


Ia-41 


2.5 


9 


Ia-42 


3.6 


20 


Ia-44 


4.8 


27 


Ia-45 


4.8 


42 


Ia-46 
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8.3 


Ia-47 


0.82 


3.8 
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1.2 
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83 
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24 
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22 
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9 
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27 
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96 
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31 
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0.95 


10 
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19 
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29 
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96 
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11 
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0.59 


3.2 
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75 
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33 
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1.5 


31 
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12 
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2.2 
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2 


150 
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0.82 
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0.44 


3.0 
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53 
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13 


Ia-85 


0.22 


14 
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0.73 


11 
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61 
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48 


Ia-91 


4 
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24 
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0.14 
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28 
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22 
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46 
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58 
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1.3 


26 
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0.21 


3 


Ia-131 
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17 


Ia-132 


2.8 
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Ia-133 


1.7 


8.8 


Ia-135 


8.2 


49 
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1.6 


13 
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28 
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1.9 


25 
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1 


24 
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1 


5.7 


Ia-142 
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£4 



Ia-143 
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79 


Ia-158 


0.71 


1.7 


Ia-160 


0.76 


140 


Ia-161 


1.9 


18 


Ia-163 


7 
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60 
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28 


Ia-189 
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95 
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43 
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31 


Ia-196 


0.39 
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Ia-197 


0.44 
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Ia-198 
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Ia-199 


0.11 
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Ia-200 
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18 


Ia-201 
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Ia-202 
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1 
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2.4 


99 
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1.9 
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0.55 
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0.55 
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99 
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Ia-212 
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28 
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28 
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f*S£0)J3 

5 Y llgSJNHJfS (human neuroblastoma, SK-N-MC)««iB:l3 <fc Y 2 8 MM 
(human neuroblastoma, SMS-KAN)jg;gCn D o£&ffl 1 t HQ * «> * ife "0 

fttBfcfTV^ NPY Y1**«eJ8 J: VNPY Y2Mttfc*fr1-**5ftH4*rSI* Lfc. 

1-27. 1-32, 1-41, 1-45, 1-46, 1-47, 1-48, 1-49, 1-59, 1-61, 1-63, 1-64, 1-66, 
1-69, 1-72. 1-152, 1-154, 1-204, 1-205. 1-212, Ia-3, Ia-5, Ia-6, Ia-12, la- 
10 16, Ia-17, Ia-20, Ia-21, Ia-22, Ia-26, Ia-28, Ia-29. Ia-30, Ia-31. Ia-32, 
Ia-33, Ia-37, Ia-39, Ia-40, Ia-50, Ia-51. Ia-54, Ia-62, Ia-67, Ia-124, Ia- 
126. Ia-139. Ia-140. Ia-142. Ia-178. Ia-199*J «t t>*Ia-200WNPYYlJ3 <t I>*Y2 
%%#\C#-f -5 Binding IC 50 ffiii 100,000 nM&<±-Ch V , V^i* ti NPYY5S& 

15 

&mm 1 &m 

fc^m ( I - 1 ) ' I 5 m g 

irX^ 1 5m g 

?LSS 1 5 m g 

20 J&iftte-fc/l'n— * 1 9 m g 

ijfy = vl^7 )Vzi—)V 3 m g 

£B* ,30ml 

'J VBtf^V** 3m g 
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(1-2) 1 0 m g 

7f7 V A lOmg 

5 %m 8 0 m g 



tJ#J#J 3 5g*£#J 

10 ft^-tt (1-3) 3 0 g 

?L*I 2 6 5 g 

7f7!)yi?^^^ 5g 

i L/C, 

15 
20 
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l . 5C ( I ) 



R 1 -S — N-X— Y— Z (I) 
II i, 
(0)n R 
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